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[»*^1] (I) 




(I) 



H 

^hn, y;i^;v^-^> /ndta^K TUTHiK Tv^7^ A T 
J^^ry, y^n7iV3^y, 7x;Jfy, 7x-;l/7^3 + y, 7^7 7^3 
Jrv, 7i^^y7i^iK 7i^y7H)K tFD^y7)H;K 7^3 

(1) T^l/^rJK ^D7)KK 

(2) y^n7]^;K 

(3) 7x^)K 

(4) ;£«*g5iSjt 

( 5 ) l&f D £ tz fi^g&fO ^5^v>L6 W^mMM. t M&-f Z> ^ > -tf > MS 

(6) 1 ~3^0^^njKT-*^-r^l&fP^^ti^l&S]^5 =^v>L7Mc7)^ 

(7) ^>-*f >^tifg-^i--2> i -zm<D^uw^*^ir&mfattzte-Kmu 

£^1"o £33. (2) - (7) ll@J^±^M&^£*LT^T*> iv> 0 
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**v^iR3»iT«B* (ID (HI) KJ:')^^^^' 1 **^ 

-To 



[ft 2] 

R 6 



R 7 



(II) (I") 

"To ) 

> ^fitMifcii7x-;v7;^^«:^to 

^- >7 ^, K 7x;^>T^iK tKO^y7^^ fi&3fe£*LT^ 

fc I* ^ x - >v r )v * i tmm i tm<o v * k n e ? vo e y v 
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[|*|5] R3^i ~3 4H<9ft&*£*LTv>T *> J:v^7i-;H tiiti-yf- 
i ft ^ o BH±W : S $ ft & Jt& i 3t it * ft h <r> *f n% 0 

[» « 6 ] R^jststm i-4^3*'>* ;i/ jk^^-c* & 1 temco V 

tKot'^/oif'Jy^l, -€-^«?£t£#. *ft*>OgiUiim$ft*& 

UmM8] R2fcR3|ift^tr«jtflK : 3F«r-S'tp^lfDS|«:^jftt, 
L T v^T & i > -H VSR t ffi& Ltv^ ffi^S l ffi«o v tKnt°7 Vn tf V 
v>^tJ> ^7fr«tt#:, ^ft^Wll^±Jt#£ft&ifi£ tzi±Ztib<Di\m 

[«*|9] 

(1) 4- (2-^nn7x-^) -4, 7-yt Kn-6-^f;v- 
2H-k'7V*D [3, 4-b] tfV 5 -*H^vV- K 

(2) 4, 7-/HKO-4- (2-^FJfy7x-^) -6-^^ 
-2H-H°7V'D [3, 4-b] fcfV v>- 5 -*m->V- K 

(3) 4- (2-^on7x^) -4, 7-y'tKn-6-PJ7^ 
*u *^-)V- 2n-\*yv*u [3, 4-b] t? 'J y >- 5 -iJ^^ 3 yV~ K 

(21) 4- (2-?on7x-jv) -4, 7-yk 

6 - h 'J -7)V*u t^-fr- 2 H- fcf9'/tf [3, 4-b] tf'jy>-5-*^** 

(24) 4, 7-ykFn-4- ( 1 -f- 7^) -6 - HJ7;V^o> 

2 H-t°9 VD [3, 4-b] H'V y>-5-*;Kt*^yl/- K 
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(27) xfJV 4- (2-^dd7i-^) -4, 7 - Kn- 6 -7°o 
-2H-e7V'n [3, 4-b] fcf'J y>- 5 K 

(30) 4, 7-ykFn-4- (2-^f^7x-;l/) -6-7*n^ 

-2H-^5'/a [3, 4-b] tf'j 5 K 

(32) xf^ 4, 7-ytKn-4- (2-^K'/7x^) -6-7°nkf 
^- 2 H- tf^VD [3, 4-b] t°'Jy>-5-*^^yl/- 

(33) xfA/ 4, 7-7tFn-4- (2 -x h^y7xx^) -6-7°nk? 
;i/-2H-tf9yn [3, 4-b] fcf U 5 -*>M?* v 1/- h , 

(39) x-^V 4, 7-vtKn-4- (2-^Wt7x^) -6-:/n 
tf;V- 2 H-tf^Vn [3, 4-b] fc? 'J v>- 5 -*^#*yl/- K 

(41) 4, 7-v£Fn-4- (2--fn7x-;v) 
-2H-tT9Vn [3, 4-b] \£ 'J 5 -#;i^*vlx- K 

(42) xffl/ 4- (2-y7;7x-^) -4, 7 - v r t Kn- 6 -7°n 
-2H-tf9V*n [3, 4-b] bf'j v>- 5 -*;^'+yI/- K 

(44) Ji-f-*' 4- (2, 3-y^Dn7x-;i/) -4, 7-ytKn-6-7* 
nk>-2H-t°7/n [3, 4-b] tf »; v>- 5 - ii v b , 

(45) xf;v 4, 7-ytKn-4- (3-7^n-2-^f^7x^;v) 
-6-yntT;l/-2H-tf9V*n [3, 4-b] e>)y>-5-*myl/- 
K 

(58) xffl/ 4, 7-yHKn-6-7'nt>-4- (fcT'J v>- 4 ^) 
-2YL-\l*7Vu [3, 4-b] tf V v>- 5 -*;v*>y V- b , 

(66) 4, 7-yt Kn-4- (i-y * vy- 1 ->f ;v) -6--/ntf 

;U-2H-fc:^/n [3, 4-b] bf»; 5 -j&^jK* v b. 

(69) x.^;i/ 4, 7-ytKo-4- (2, 3-ytKa^>7 [b] 77> 
-7->f^) -6-7 , Dt>-2H-t?7Vo [3, 4-b] ^'Jy>-5-* 

(72) xfji/ 4- (2H-l-^>V*kf9>-8-^;l/) -4, 7-vfcKn 
- 6 -y°uM)\s- 2 H-e^v'n [3, 4-b] tf'Jy>-5-*H**yl'- 
b. 
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(73) xf;i/ 4, 7-yk: Kn-4 - (3, 4 - v t: Kn - 2 H Vtf 9 
>-8->T;v) -6-^ne;i/-2H-tf^V*n [3, 4-b] 

(76) xffl/ 4- (2, 1, 3-^>XtHy'77*-^-4-'fM -4, 
7 — v t: K n — 6 — "7°n tf ;i/ — 2 H — tf 7 v'o [3, 4-b] VfVv>-5-* 

(77) x.^-)V 4- (1, 3-^>Xyt^tV*-^) -4, 7-vfcKn-6 
-7'Dli^-2H-t 0 7V*n [3, 4-b] t?V v>- 5 K 

(82) ifJl/ 4- (2-^07i-^) -4, Fn-6-if iV- 

2H-t°7'/n [3, 4-b] t' l Jy>-5-*myl/-K 

(85) iffl/ 4 - (2-?nn7x^) -4, 7-yk KD-6-7x^;i/ 
-2H-t°7V'o [3, 4-b] tf 'J v>- 5 - *W+->I/- K 

(87) 4- (2-?nn7x^) -4, 7-ytFn-6- (^^7 

a.y-2-^M -2H-t'77n [3, 4-b] tTU v>- 5 -*m->V 
- K 

(93) 4- f2-7Dn7x-^) -4, 7-ytKn-5--fD-6-7'o 
2 H-k°9 7n [3, 4-b] kf'JvV. 

(94) 4- (2-7nn7x-^) -5-vT^-4, 7-7k Fn-6-7"n 
t°;V-2 H-l^v*n [3, 4-b] k°'jv>. 

(96) 4- (2-7nn7x^) -2, 4, 7, 8-7f7tKn777 [3 
, 4-b] tf^Vn [4, 3-e] fc?'Jv>-5-*>, *3<fctr 

(97) 5'-if^ry*M-;v-4', 7*-yt Kn-6'-7°ne;v-X(iO 
[^>v* [b] ft7x>-3 (2H) , 4'-2'H-t:7/n [3, 4-b] 

v>] -1-t^fy K 

[» 1 1 ] 1 ffi*c<7> v t KDt a 7 Vn tf V V Z<DJt^%x& 
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[If « 1 2 ] ff « 1 ISfcCO V '/n fcf 'J V >it&%!), ^OTfc^rStt 

itmm 1 4 ] at $31 1 v * k n t? 9 7n tr <; v > , *<D%&m& 

1 6 ] Hf&g 1 IBiSo y tKnt 1 ? 7n k: V v >it&%l, ^O^^te 
Umm l 7 ] St 1 tm<v v k K n £ ? /n if v >it&m, t<Djt¥x&& 
1 8 ] 1 IBiftO v 7d fc? U v >it&m. * Oft^iSte 

[0001] 

#f§9!(i> ^'J If 3^-* (GSK-3/?) 

[0 0 0 2] 
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m^-r h Q csK-3/iii^3-y> * u > BMfc-r * - * -c 
^3-^**iin$*4^ifiit-ift^"c^*o Hfi£. gsk-3 y9ia*f^ffl**i" 
-7- ni/ _^v • • a ^ • T*r< - • • t'fx^ • • 

y . jx^-^f K • Ts-tJ y • ty" • T * V * (Proc. Nat. Acad. Sci.) . H 
9 3*, H8455H (1996^) ) 0 iot, G S K- 3 fi HMH&tt**"*- 

* j ± 2 Mitm#5 ^ i # * <d &ftfiE.<v%cm Kan & mm k & & £ # *. tt* <> 

[0 0 0 3] 

tv»S. GSK-3jSI±^TOJ:^:75D^ K^*t^^«^^^ 
ri4Ltv^ 0 (1) fII^V-t-'J>fc^U ^*ttT5n>f 

(7°av-f-V >^ • • tyst^ • 7#7*3- • • *M 
>X • • v • J-^-^f K • y • ' Tf)Ji (Proc. Nat. Acad. 

Sci.) ^95^f9 6 3 7l( 1 9 9 8#))o (2) ftg*tt*&fl:«>S( 

WjgiHBIiaJB^SIS'f* (ia-nf>f • I/*— X (Neurosci.Lett. ) > H 
128t^l95l(1991^))o G S K- 3 fi 14(3) 

i^i/e^MfcK****^ «i:iotM^> *HJfcffitt*#fc:l&£fcT* 

5 _ . ^.-^i;^ . ^-at>ffy K • • T ^ U * 

(Proc. Nat. Acad. Sci.) , $93^ i2 7 1 91 (199 6 ¥) ) 
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«ffl3SOGSK-3 ^-Stt^^n^^, «£«?E£3l£ji§-1- (v>-f-;v 

• t^--a-ntUPJ- (J. Neurochem. ) , ^7 3t, H 5 7 8 W (1 
9 9 9^) ) o £X±.<DZ.tfrh, GSK-3 /?ia»#Jfi7;i^Wv-M8S*;!E 

[0 0 0 4] 

^M^ffl^^i-^'i^^Ajoi^/svi/^nmii, GSK-3 /?IS«fPJ8£W 
-f& (y>-t^-f/--a-D^UF'J- (J. Neurochem.) , i72t 
, ^1 3 2 71 ( 1 9 9 9^) ) o »ftffltGSK-3 0 ISW^ffi t OMii 

iiB^^^-eti^v^^ ^ ymmmzn-t zmmitm (•/n->-rv^- 

7,7- 4 y • irf • 7^ 'J # (Proc. Nat. Acad. Sci.) , i9 5t, §2 6 4 2 

1(199 8^) ) *mummoft&mmiz-Mm^Lx^2> t^jLibti&o & 
±<Dztfrb, gsk-3 pmmm\mmmttm^m±t£mm\~t£ht^?Lh 

[0 0 0 5] 

ZMffi-TZ (t^fi^X (Science) . %2 7 5%, tl 9 3 0M (1 9 9 7f 
) ) o GSK-3 /?l±i£KNF- AT £V «t^itt\ ^Hf^Wtil- 
^)^|6]^«v^TV^ 0 m±Oit^ib, GSK-3 /m«#Ji±&3£®^«J& 

[0 0 0 6] 

#F^¥3 -2 7 2 1 8 9 (iA0 5? P/^FIWMMI 
) , W2 - 2 7 5 8 7 8 (W) *'®6jfiUE • 7fD-AttiI»ti^iI 
) , #F^¥1 - 2 7 2 5 8 4 (iiTOSSKS • 7fD-AWfM^I 

) ^t:9v*n [3, 4-b] ^")Vy\\:^WW\^fix^h^K ztibi±6& 
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t>-fk^»JwOV»TI4, GSK-3 
[0 0 0 7] 

#HBg 5 9-6 5 0 8 9f, #MB8 5 9- 1 1 8 7 8 6^ #§BBS 6 0- 5 6 9 
7 9f, #PJBS6 0- 1 9 7 6 8 5^«^W^«B#lc(i % 3g8K$$gime>&ffi 
Izm^btiZ 6-^^-4-1^7x^-4, Knt'7 Va [3, 4-b 

jft$*L"C^& 0 *f§^#^ti#P^BS5 9 - 6 5 0 8 9 -^#8Mfto:fr£Kafc-^# 
TiBRffiAO&ttfcfrofcfci*, l^fUfeicO^ (IV) Oft^tt#f>ti1*. 
5^ (V) -CS^iiStf^'/n [1, 5 -a] tf'J 5 ^>»#frO*«jfi$*L4i 
tZmWLtzo 5: is, 5* (V) WjbWlR, NMR , Jtt££«!l5£ t t - % 

[0 0 0 8] 

[lb 3] 



[0 0 0 9] 

i%w*m®:L£7 t-rzmm] 

^HiOlWli^'J n-^>v>^--tf^^---fe'-3^-^ (GSK-3 /?) 
[0 0 10] 




H 
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Kn-iH (ttzli2H) -\£=>y"u [3, 4-b] h°<; \?ym%WQ S K- 
ffiT*£&TfE-ft* (I) ^^fi^V^Yu\£yVu\£^Vy^m, t^it 

( i ) -ft* (i) 

[0 0 1 1 1 

Kb 4] 



H 

[0 0 12] 

;K t Kn^y, ^-jk ad^^ 75 y\ *;v^;k #/wt-t>f/K x7 
y\ - Fd, 7^;i^*, Any;v^;K t^t^jk 7v^7^, 7 
;i/r?3=-v N ->^D7;V3*A 7^y^v x 7x^;V7)V3^y, 7^7;V3 
^rv, 7^3 + y7i^JK 7i7 + y7HiK £ Fn + -/7HiK 7^n 
^v*;v^jk 7^y#;w-K~;v, 7;i/3r;v^:*#;v*-;K M^&^^LX 
^Xi>£^y^~)V^ ^mmm^.tfzl±-7^~)lsTfr*)]s%7f:ir 0 
R3(i 

(1) T)V*)V, MD7i^;K 

(2) v-^nr^^r^, 

(3) -7i^;K 




(I) 
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(4) ^mmmm, 

(6) 1 - 31@<7)^ uBLtttt-r&ffiatfclttlffiW 5 fcv>L7*tf>&* 

£tf:1-o £*3, (2) ~ (7) (7)Mlt lTO-t^S^^L"^"^ 
^^v^(i:R3{±TfS^: (II) isJ:^ (III) £ «t «9 £^;K*»*fe»tf*L***^ 

•To 
[0 0 13] 

Ht5] 




(II) (III) 

[0 0 14] 

-To ) 
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[0 0 15] 

(2) R5#£*&2 -8«07^ Uy^DMiO , 7JV3^fv 

w t fz it 7 a. - /w r ;v * ;i/ -e * & una i se*ro v n k n e 9 v n e >j v >it&to 

(4) R2^7K^i^«±T;i/^;i/-e^)^HffiSlfE«<7)vk: Kne^Vn t?>; v> 

-e<7)»^i4#, f^^iiitttswjii fzitztib<D7kmm 0 

(5) R3^i - 31ffiOBIfe3l&^rLTv>-C<> J:^7x^;vj fciit7f;^Jb 

(7) R5«t2-4©7W U7 7'n^m() "C*-&lWrlB 1 IB« 

(8) R^bR^tm^^xmMW^^tsT.^u^M^L, Sm*^^LTv> 
T & X v ^ > -fe" y m t m & L X v > & M f 2 1 1 E M <D V \l K n tf 9 V n n° ' ; v > \ t 

m> -eojt^stt^, ztih<7)mm±.^zti%&ztzizziih<Dik%\mo 

[0 0 16] 

(9) 

(1) xffl/ 4- (2-?OD7x^) -4, 7-vtKn-6->f/i'- 
2H-^77*n [3, 4-b] t*Vy>-5-*W^fyl/-h, 
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(2) xf;v 4, 7-VHKD-4- (2-^Ky7x-;P) -6-^^ 
-2H-tf9V*n [3, 4-b] tf'J y>- 5 - f> 

(3) xf)V 4- (2-^nD7x^) -4, 7 - yb: Kn- 6 - J- V 7^ 
tn^f;v-2H-k:77*D [3, 4-b] k''Jy>-5-*^^vI/-f, 

(21) x.^;i/ 4- (2-^D7x^^) -4, 7-ytKn-3->f^- 
6 — h 'J 7 ;v t n ^ f ^ - 2 H - n° 7 Vn [3, 4-b] tf V y>- 5 

(24) 4, 7-ytKn-4- (l--^^^^) -6-b'J7;vtn^ 

f;K2H-li77*D [3, 4-b] H'Jy>-5-*^^yl^-K 

(27) 4- (2-^oo7x^) -4, 7-^KKn-6-7 , n^ 

-2H-k°77n [3, 4-b] tf'J y >- 5 -* )\<tf* y V- h , 

(30) ■?-;]/ 4, 7-yHFn-4- (2-^f;V7x-^) - 6 - -7°n tf )V 
-2H-bf^v*n [3, 4-b] tf V y>- 5 v V- b > 

(32) 4, 7-VtKn-4- (2-^^y7x-;V) -6-7°nt° 
;V- 2 H-t°7 V*n [3, 4-b] t°'Jy>-5-*;V^>yW-h, 

(33) -x^v 4, 7-ytFD-4- (2 -x hJrv7x^;v) -6--7°nii 
2 H- tf^ V*n [3, 4-b] t' , J'7>-5-*;Wf^yl'-b, 

(39) xf;i- 4, 7-vKKn-4- (2-^fHt7x-]V) -6-7°n 
tf;v- 2 H- if 9 7n [3, 4-b] tf'j v>- 5 - 

(41) x.^-;v 4, 7-ytKD-4- ( 2 — — F n 7x-jv) -6--7 0 ntf;v 
-2H-tf9Vn [3, 4-b] tf 'J y > - 5 - 7J y I/- h , 

(42) 4- (2-y777x-jv) -4, 7 - y t: Kn - 6 - "/o tf )V 
-2H-^77n [3, 4-b] tf 'J y >- 5 -#;i/tf^y V- h > 

(44) x.^;u 4- (2, 3-y^nn7x^) -4, 7-y£Kn-6-7 9 
n t° ;v — 2 H — tf "7 Vn [3, 4-b] t?'Jy7-5-*^^yU- K 

(45) 4, 7-y£Kn-4- (3-7^tn-2-^f^7i-^) 
— 6 — 7"o tf ;v— 2 H — t?7 7'n [3, 4-b] tf 'J y ^- 5 -rt^^v V- 
K 

(58) x-f-fr 4, 7-yt Kn- 6 --7°n t°;u- 4 - (tf >; y >- 4 ->f )V) 
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-2H-t?7Vn [3, 4-b] VfU v 5 - iJ frtf* v 1^- h > 
(66) xfA' 4, 7-vfcKH-4- (^7 ? W >- 1 -4 AO -6-/Dt* 

)V- 2 H- t'7 7n [3, 4-b] fcf'j v>- 5 -*;V^vI/- h> 
(69) 4, 7-ytKn-4- (2, 3-ytKn^>7 [b] 77> 

_ 7 _^,v) -6--7°ot:;l/-2 H-li^yn [3, 4-b] f'jv>-5-* 

(72) o.^-^ 4- (2 H- 1 yt?7 y- 8 -4 ;w) -4, 
-6-7 , nt°;u-2H-t'77n [3, 4-b] k s 'Jy>-5-*H'+yV- 

K 

(73) i^-^ 4, Fn-4- (3, 4-ytKa-2H-^>7t'7 
>-8--fA0 -6-7*nh>-2 H-tfvVn [3, 4-b] fcf'J^>-5- 

(76) 4- (2, 1, 3-^>XtHy77-^-4-^l') -4, 
7-yt K n — 6 — "7°n tf ;i/ — 2 H — t: 9 v*n [ 3 , 4 - b ] tf V v > - 5 - iJ 

(77) .x-^v 4- (1, 3-^>XS>tf-*-*V-/l/) -4, 7->^Kn-6 
-7°nt:;v-2H-li7 7n [3, 4-b] k: 'J v>- 5 -a^tf* vV- K 

(82) 4- (2-?on7x-;v) -4, 7 - Kn - 6 

2H-fcf9Vn [3, 4-b] tf'J v>- 5 v l^- h x 

(85) z-^-fr 4- (2 -y* nn7i~;V) -4, 7-yt Fo-6-7x-^ 
-2H-t°7 7'n [3, 4-b] b? U 5 -*;^yl/- K 

(87) i-^^ 4- (2-?nn7x^) -4, 7-ytKn-6- (^*7 
i>-2-^f;V) -2H-t°77n [3, 4-b] f'Jy>-5-*^^vW 
- K 

(93) 4- (2-^DD7x-;v) -4, 7-ytKn-5--bn-6-7 s n 
k , ^-2H-H t 7 7*o [3, 4-b] tf'JvV, 

(94) 4- (2-?nn7x-^) -5-v7/-4, 7 - Kn- 6 -7°n 
k: ;w — 2 H — tT 7 v*n [3, 4-b] 

(96) 4- (2-7nD7x^) -2, 4, 7, 8 -7" h 9 Kn y y J [3 
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, 4-b] tf5'/n [4, 3-e] e<lv>-5-*>. 
(97) 5 ' - J- h ^->*;l/#-;l/- 4 \ 7 ' -yt Kn- 6 ' --fu tf n 

[^>V* [b] ft7x>-3 (2H) , 4' - [3, 4-b] 

tT'J v>] - 1 -t + y K 

[0 0 17] 

(10) friElffif^vfc Kntf^v'nvf; *<z>#¥«14#. *ii 

h<?>mm±.^2tiz>iM.ttzitztib (oimm t mm±.^ znz mum & h & 

(12) fria i sa«<rc y v*o e u v wt^tK -ett 

^<7)E^±I^Ld hm.$tz\$Zn.h<Di£fam*^1r 2>G S K- 3 £H»SiJ 0 

(13) tiaiS«^yi; Knt^v'n^jyWM, -en 

[0 0 18] 

(14) fri£iia«<7)^fc Kne^vneu 

(15) MIS 1 fB«0 v 7n kf V v >jfc^i, <€-0*£Stefo 

h <d mm±%m 1 9 * m. t tz \± * *l c, coTta d t» * ^t^^t> 1 1- * 
(17) fluie 1 mm?) p t k n e 9 7n e v wt^, -e-o#s*®tete, -en 
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(18) UtrSEl vfc Knfc*7V*ae'J y>ft^, 
[0 0 19] 

-tt^C (I) tie 9 V-^SftO^JR^oemc J: oTTIBS: (I -a) is J: 

^ (i-b) -e^ £ n& M JI14#^£-f & - i: £ ^ u ( i - 

a) Sil^S; (I-b) <^@*Ofl14^ i$ J: tr^-tL^Rttfr^fi'&W 

[0 0 2 0] 
[ft 6] 




(l-a) (I-b) 
[0 0 2 1 ] 

— *b$ (i) ^§ft*>fi:^!»tco^-r$f>tcttWi-&i:^:ojS , )'C*4o 
m^l ~8l@ottiI* fc{i^^coR«il^^(*i-^o *#Wt-Wx.tLtf, 7^ 
£>fl*S§Mte#-e*& W V y°n t:;K ^ y y^;K £ 2 £ 3 

#!lx.*U£\ v^ny°nt:;i/, y^oyfji/, ->^n^>^;w v^n--\^v;K 
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i-f-;ur<y, ^nt>7^, y/ne;V7?/, rw^y, ¥~7*frT 
< y^sj&wgtffcfu if £ L < (^f|[i-4iw7^;^tt^3l7 * y-e 

•K Wx-lf^f^ft, rnn a ;vft, yf-ZPf-*, 

(7 5n/f*) . Mv;v?-*. £7tte£fr^«^#l1£#^&&y yyn 

, F'J7il/tn^f;K 2, 2, 2-h'J7;vtnxf 2, 2, 3, 3, 3 
-s<yf y xn s<>?- 7f1t 0 
[0 0 2 2] 

>if^7uyf)K y7f;v7</^f;K 2-7^^^, 2-y 

f;V7^yxf;K 2 -yV f;V7^ /xf;K 2 -xf;V7 ^ J xf ^> 2- 
yxf;V7^ y J.-T-fl^a^lf *b*U Sf* L<li3t75y - 

rrv^r^yj tii, «x.if7-tf^7^/, 7 p nt°tx^7^7, y^- 1 ;^ 

T^y> ;tl/'J^7^y, tf/sn-r ;wT5 y, ^>vM^T^y, 7x-^7-fe 
^■;i/T^y. 7xx;V7 p nt:tx;V7U, 7xiWJ^7 5/ f *^to 

, x^y, 7n^y, 7>+y, ^yf;l/t^ry (7?^t^y) . My 
fl'**~>, ifcti^tt^omit^tt^T-ab^^yyo^^rv, ^fV7^y, $ 
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^!lx.(i^>v;V^Jrv, i-7x-;vxh^y, 2-7x-;Vx>+y, 3 

3rv, l-^fiV-2-7xx;Vxh^y, l - 7 i -;i/-7°n 2-7x 
- ^yn^v, 1 -yif-;u- 1 -7xx;k7°n*°Jfy, l-^fJv-2-7x 
-^n^v, 1 -*^-)V- 3 -7xx;v7 t n,f^yf^W fcfu ^iL< 

[0 0 2 3] 

rr^yr^n^vj hiiltfffiT^n^v, T ^ y ^ T < /7^3^y*C 

, 2-y7fiV75;xF^y, 3 - V* f;V7 ^ y 7°n v. 4-v'y^-;v 
7^ y -f v*ism&mf hfi, fcf£ L< i±Iftl-4i^7^+;^*t^ 3 

rT^3^>7;^;vj t (±tfj|fir;vn^v, 7MJM^^a7^3^->7^ 
^-C&f?, ^Ulf^f^ry^fiK xf^y^fJK 2-^h*yxf;K 7 
n*°*v^;K ^ V7°n^*vy i^l^W 1 ^ li?IL<ratl-4 

o 

r7x7^y7;^iH t(iHuSST^^r^^^^^-7iy * yTi^iK^ , 
^Jx.(f7aiy Jrv^ 2-7x/Jryxf ;K 3 - 7 ^ y ^ .> -fu \£ 

mfhti, ffi£ L < fiR^tl&l ~ 4j@<7)7;i^;l^6j&£-7^y Jry7J^K* 

o 
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rr^n^y* ;w-Kjl;uJ fc (iflirSBT ;m v fc^ri" S7W*y* ^T* 

>K if:li:^f)WiMttW'S'fV7*o^y*^#xjK -fvrh^rv 
#;W1^;K i2l7*f+y*^*-;K $3117* h^y*^f-^K 
f;vt^y*^#x;v, v# ;K i3H^>f^t^ry 

3 v # ;w -c £> & o 

rr^y*^**— t titulars y £W1-&t^ y fOx. 
tfr^)!f;v^^ ^f;v7^*^*-;K y7 f;u7^ y x. 

[0 0 2 4] 

r^^m^J fctt^*7i>, 77>, t 4 n-;K ^^7-;K tf^V- 
;k f77-;K ^vfTv*-^ **-9-v*->>K ^v+tz-iK tf';v>, 

t? 'J V > , fcf V ^ v > . bf 9 v > & ^T^lf P> tL * o 

ff^Vv^K 2-7xx;vxfjV, 3-7x^7*0^, 4-7xX^7f;V 
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, 1 - 7x^;vxf ;K JV-2-7xXiVxf;v, l - y x-i^n fcf 

;K 2 -7i- ^'/n bf;K i-^f;i/-l-7x-;v^nt';K l-^f-;v- 
2-7xx;V7'nt*;K 1 - ^ "f-ZW- 3 - 7 ji-;i/yn kf ;i/^#^f p> ft, iff 
L < {i^i — ^fc^UttSc 1 -4i^7;i/^^^^^7xX^7^^r^t$>^o 
[0 0 2 5] 

, /K v77, - hn, r^^r^f-*, ^dth^, T 

;i^;i/T^y\ 7y;v7^7, 7;^^y, y ^n7^3*y, 7x7+-a 7 
x -;V7^3 + y, 7U7H^t^'A 7iV3 + y7i^iK 7x^-/7 
)1>*)V^ kKn^y7;K;K 7^n J ry*i^-^K T < J ft £ tz fi 

r ;p ^ ;w f - * * ;w jK — ^ * if £ tt & 0 

iW^^^vrf^, $2t7"f;K t&3»:/^>K ^fV^>f;K 
"C*»K Lv*3fefc Ltl±yne;p-C*5o 

Z>m\ tit, -ryfUZ/, i, 2-ytKof7^I/>, 1,2,3,4-7^7 

r i ~ 3 m<D^7- uu^^-t -g, fejfp t tz te^mm<D 5 & ^ l 7 m o^sisit t 

[0 0 2 6] 
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[it 7] 




[0 0 2 7 ] 
[0 0 2 8] 

Ml: 8] 




[0 0 2 9] 

iwiuit mz-i$i&wi, %it*mm, ^^it^mm, mm, mm. 
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y- F7>X7^->3>1 (J.Chem.Soc. , Perk in Trans. 1) ^9 4 71 (199 

[0 0 3 0] 
[it 9] 



[0 0 3 1] 

(5£«t», R2, R3 A r4, R5(i^<7)^^^-t-o ) 

(vi) -e^^tt^^^K^Am. -«5$ (vii) 
IfS^-^ (VIII) T^^tL^^;v^-;vSI##^S)S^-^^»- tic J: t)- 

^<7)^T^^T^tL^^\ s^. m mm. ynet>i, mm> w^m^F 

ot:-e^f t>tt^ 0 

[0 0 3 2] 
[ftl o] 



[0 0 3 3] 

(:£*> R 2 > R 3 > R 4 , RStimf^^^^^-to ) 
t#^tt7t— (IX) "e^§n*7 5 KiWv^f^'t^AT^ h\ t^fy 





R3 
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Wffl^'b^o S&fcfcteScOiBJg, 0 or, 4HUli 

6 0-10 0VX-ftt>tiZ>o 
[0 0 3 4] 



Hk i 1 1 




(I) 



(X) 
[0 0 3 5] 

R!(±7)cSt£^U R 2 , R 3 . R 4 . R 5 (±mi^<7)*f*^^-fo ) 
& .1 <h K «fc *K ^f^ffc^ (I) ***at$^*o afctiU RtStw?^fi&tt*»«t 

fflv^Wo RJSl±tt*OiW, ^flx.{f0~2 00 tfr*L<li 60-100 
[0 0 3 6] 
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Hki2] 




R 




H 



(XI) 



(VII) 



(VIII) 



(I) 



[0 0 3 7] 

(^>K R!> R2. R 3 , R 4 > R 5 ^HU^^]ti*^^-ro ) 
*S&9Hfc£-$j (I) li. — «5£ (xi) t-^£*i&7^ y tf^V-As ( 
VII) -emzti&iJ ^tf-^Mmfat— (VIII) T^^tL^>^;i/^-;v^ 

t<^fiS, Hflx.{f0~2 0 0t> $ff t < (±6 0~ 1 0 0VXftfoHZ>o 

WM~?&2>— (VII) <Dij )V^=-)vm^fol$, -J^-i-fr • *7 • JDVif 
-y?-T<XYi)- (J.Org.Chem. ) > i4 6t, §7 8 31 ( 1 9 8 1^) 
, 3-n fcfT> • v v — i-fr - ■ * yt;V • ^ 7, h - (Eur. J. Med. 
Chem. ) , |3 1t, f 31 (1 9 9 6^) , x h 7^ Kn > • V * -X (Tetra 
hedron Lett. ) > f2 4t, §5 0 2 31 (1 9 8 3^) KiafcO^&K J: I) 

JH^C (VIII) 0*;i/^-;l/|f##(±, v>-trv* (Synthesis) 
, i2 9 0M (1993 30 ^WL^m^Z *)&$L-fZ>Z.ttf'e%Z> 0 

Z<D£7KLX&&Ztitz*%W1t&V0 (I) «*> at«Oii, 
<7>*&£ LTJjiSt • fflSa^tL^> 0 J|lMI-ffift^ ttlffi, ISJMfc. 
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[0 0 3 8] 

&±<Dj}fe'C&btL2>*§£mik&®te. GSK-3i?W^rt-4f (CaM 
kinase II, MAP kinase, Casein kinase, PKA, PKC, ROCK) & l£»fEffli± 

^GSK-3 p\,zftLX&t}%mmt£n*mLX^2>o tot, *mMit& 

man.) . mwmiznir&mftm<D^%^temmt%io o ttz^mmt^ 
^htihnw*?mm, z<Dm<Dmnmzm^xmm2tiz>o mnm^m^m. 

i#^^)SD-CiIl:^$tL^^ii#, J&AlA^i?, lBKo§l~l, 00 
Omg, ^L<li50~20 OmgOfEffl-Cl H 1 @^!fclflH^tT^P& 
tL<5>7^ fcfiEScA 1 AMtz *0 1 Btcoil 1-50 OmgOli-Cl B 10 

^^mni^^tt-c^)DR^#^tt^^^7t(± i b ib#p^~2 4m$<vmmxm-mpi 

[0 0 3 9] 

got, ^14^^rTOJIW<7)^W. mif^TT'J^ny^AOJ:^ 
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n&n&Jftk VrvfcM. JM#k 2r#Sk HfUffl^tUTv^TtJ:^ 

3j*u v/w*- h 8 0^&& o ioi 9 &&j£^f±E£J£#k iSIWk ?L 

izmm* t tz imn <nmm mm n mm t t^/b 

[0 0 4 0] 

Wlot*S4, 7 — v Vi K n — 2 H — t? 9 */n [3, 4-b] fcf'Jv^fNMfc 

(tfraBosS (I-b) <nft&®) tLxm^tzo 

[0 0 4 1 ] 

HWJl 

4- (2-^PQ7x^) -4. 7-yHKn-6-^f^-2H- 
E'77'n T3. 4-bl ti'Jy>-5-^m->l/-l- 
2 on^>X7;i/ft K (1. 7g) , 3-7^/tf7 V— ;v (1. 0 g) 

(1. 6 g) <DT~b Y~ h »j ;i/ (2 0mL) 
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2) ) *cmM-&ZbKJLt), Umt&® (8 5 0mg) t LX'&tz 

o 

Hi* : 2 1 7-2 2 1°C. 

Anal. Calcd. For! Ci 6 Hi 6 N 3 02C 1 : C, 60. 4 7; H, 5 
. 0 8 ; N, 13. 22. 

FoundiC, 60. 1 5 ; H, 5. 0 7 ; N, 13. 53. 
MS (EI) : 3 1 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) $ (ppm) '. 1.00(3H, t 
, J=6. 8Hz), 2. 25 (3H, s) , 3. 7 2 - 3. 8 2 (2 H, m) 
, 5. 57 (1H, s) , 7. 07-7. 12 (2H, m) , 7 . 1 8 (1H, 
d, J = 7. 3Hz), 7. 26 (1H, s), 7. 34 ( 1 H, d, J=7 
. 9 Hz) , 9. 53 (1H, br. s) , 11. 98 (1 H, br. s). 
IR(KBr) 13393, 3267, 1670, 1589, 1518, 127 
8 , 12 17c m" 1 . 
[0 0 4 2] 

^±JV 4. 7-vEKn-4- (2-^ b^y7x^;V) -6-^f)V-2H 
-^7'/d [3_, 4 -hi fc? ') v>- 5 -^;V^>yW- h 

f^i f)»J l tTO^t-c^dSL^o 
Hi* : l 9 6 - 2 o or. 

Anal. Calcd. F o r I C17H19N3O 1 / 5 H 2 0 I C, 6 4. 4 2; 
H, 6. 1 7 ; N, 13. 2 6. 

Found;C, 6 4. 0 8 ; H, 6. 0 5 ; N, 13. 68. 
MS (EI) : 3 1 3 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) I 1. 00(3H, 
t, J=6. 8Hz), 2. 81 (3H, s) , 3. 72 (3H, s) , 3. 8 
7 (2H, q, J=6. 8Hz) , 5. 54 (1H, s) , 6. 80 ( 1 H, d 
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d, J = 7. 3Hz and 7. 4Hz), 6. 90 ( 1 H, d, J=7. 
8Hz) , 7. 04 (1H, d, J =7. 4Hz), 7. 13-7. 15 (2H 
, m), 9. 99 (1H, br. s) , 11. 98 (1 H, br. s). 
IR (KB r) : 3 3 6 2, 3267, 3204, 3090, 1662, 158 
9, 1516, 1275, 1097 cm" 1 . 
[0 0 4 3] 

mmm 3 

^±ju 4. 7-yEKn-fi-^f;v-4- (2-f')7;i/t n^f;V7x^ 
)±} -2H-e7'/n T3. 4 -hi e')v>-S-^^->WF 

lfc£ : 2 5 9 - 2 6 2V. 

Anal. Calcd. For! C i7Hi 6 F 3 N 3 02 1 / 5 H 2 0 : C, 5 7. 5 
3 ; H, 4. 6 6 ; N, 11. 8 4. 

Found : C, 5 7. 5 6 ; H, 4. 6 8 ; N, 11. 8 6. 
MS (EI) 13 5 2 (M++ 1) . 

1H-NMR (4 0 0MHz, DMSO~d6) 8 (ppm) :0. 74(3H, 
t, J = 6. 9 Hz), 2. 40 (3H, s), 3. 68-3. 81 (2H, m 
), 5. 42 (1H, s) , 7. 00 (1H, s) , 7. 28 (1H, dd, J 
= 7. 3Hz and 7. 4Hz), 7. 33 (1H, d, J = 7. 2Hz 
), 7. 51 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 60 
(1H, d, J = 7. 8Hz), 9. 58 (1H, br. s), 12. 00 (1 
H, b r . s ) . 

IR (KB r) :3277, 3209, 3094, 1668, 1593, 151 
4, 1313, 1213, 1153, 1097, 7 6 5 c m~l. 
[0 0 4 4] 

j>^- )V 4- (2-^pn7x^;Vl -4. 7-yU'n-fi-^f;^-2H- 
fcf9 7n r.3. 4-bl fcf'J 5 -^^->V- h 
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)VX *)mMM 1 tmmKLXWk^kLtzo 
K£ 12 3 5 °C. 

Anal. Calcd. F o r : C 15H14C 1 N 3 0 2 2 / 5 H 2 0 I C , 57. 
9 4; H, 4. 80; N, 13. 51. 

Found : C, 58. 0 3 ; H, 4. 55 ; N, 13. 43. 
MS (EI) ! 3 0 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO-dg) 8 (ppm) \ 2 . 40 (3H, 
s) , 3. 34 (3H, s) , 5. 55 (1H, s) , 7. 09-7. 11 (2 
H, m) , 7. 18 (1H, d d, J = 7. 3Hz and 7. 4 H z) , 7 
. 29 (1H, s) , 7. 34 (1H, d, J = 7. 3Hz), 9. 57 (1H 
, br. s) , 12. 00 (1H, br. s). 

[0 0 4 5] 
HWJ5 

t--7'-f-;i/ 4- (2-^an7x-;i/) -4. 7 — v^ti Kn — fi - ^■f-;w— 2 
H-e?'/D T3. 4 -hi fcT'J v>- 5 -»^ yl/- h 

Mfe£ : 2 0 7°c. 

Anal. Calcd. F o r : C i 8 H 2 oC 1 N 3 0 2 I C , 6 2. 5 2 ; H, 5 
. 8 3 ; N, 12. 15. 

FoundiC, 62. 5 1 ; H, 5. 7 9 ", N, 12. 17. 

MS (EI) ! 3 4 5 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) S (ppm) I 1. 07 (9H, 
s), 2. 36 (3H, s) , 5. 50 (1H, s), 7. 11-7. 15 (2 
H, m) , 7. 20 (1H, d, J = 7. 3Hz) , 7. 25 (1H, s) , 7 
. 37 (1H, d, J = 7. 3Hz), 9. 35 (1H, br. s), 11. 9 
3 (1 H, b r. s) . 
[0 0 4 6] 



mm<W 2003-3065090 



mm 2001-081238 



^-v: 30/ 



mm 6 

4vfu^)l> 4. 7-ybKn-4- (2-7HP7x^) 
-2H-e7V'n T3. 4-bl b°'Jy>-5-^W->l/-f 

»,£ : 2 1 8 - 2 2 0 °C. 

1H-NMR (4 0 0MHz, DMSO-dg) d (ppm) :0. 66 (3H, 
d, J=6. 3Hz), 1. 02 (3H, d, J=6. 3Hz), 2. 37 (3 
H, s) , 4. 66 (1H, q, J=6. 3Hz) , 5. 40 ( 1 H, s) , 7 
. 01-7. 14 (4H, m), 7. 19 (1H, s), 9. 46 ( 1 H, br 
. s) , 11. 97 (1H, br. s). 
[0 0 4 7] 

^>y;u 4. 7-/l:KP-fi-^f^-4- (2-»PP7x^) - 2 H 

-tf^Vo L3_, 4 -hi tf 'J v>- 5 -jpvtf* y h 

2 -^nn^>X7^ft K> 3 — 7 5 7 fcf 9 V— /l/ t 7-fc hft»^>y^i^ 

fit* : 2ZAV-. 

Anal. Calcd. F o r : C 2 iH 18 C 1 N 3 0 2 : C, 6 6. 4 0 ; H, 4 
. 78 ; N, 11. 0 6. 

FoundlC, 66. 1 6 ; H, 4. 8 6 ; N, 10. 92. 

MS (EI) : 3 7 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-dg) 8 (ppm) :2. 43 (3H, 
s) , 4. 81 (1H, d, J = 12. 6Hz) , 4. 92 ( 1 H, d, J = l 
2. 6Hz) , 5. 62 (1H, s) , 6. 8 6 - 6. 8 8 (2 H, m) , 7. 
13-7. 18 (6H, m) , 7. 31-7. 34 (2H, m) , 9. 65 (1 
H, br. s ) , 12. 01 (1H, br. s). 
[0 0 4 8] 

mmms 
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4- (2-»an7x-;H -4. 7-yEKn-5-yVf^7;;^M- 

)V-6-^f^-2H-tf7V , n T3. 4-bl b°'Jv> 

2 nn^>X7;Vf*t h\ 3-7<yn°7V'-^tN, N-yVf;l/7-fe f 

m& : 2 2 9°C. 

Anal. Calcd. F o r : C 16H17C 1 N4O 1 / 2 H 2 0 I C , 58. 9 
9; H, 5.57; N, 17.20. 

FoundlC, 5 8. 9 0 ; H, 5. 4 6 ; N, 16. 84. 
MS (EI) : 3 1 6 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) : 1. 77 (3H, 
s), 2. 72 (6H, s) , 5. 39 (1H, s) , 7. 10-7. 22 (4 

H, m) , 7. 30 (1H, d, J = 7. 3Hz) , 8. 40 (1H, br. s 

) , 11. 83 ( 1 H, br. s). 
[0 0 4 9] 

mmm 9 

4- (2-^nn7x^ji/) -4. 7 - v t: Ko - 5 - \z R-7 yV 77 
6-^f^-2H-b77'P T3. 4-bl tfUv> 

4- (2-^on7x^;v) -4, 7-yt Kn-5-y^ W^*;v^ 
^-2H-t:°7 7n [3, 4-b] (2 0 0mg) ©7t 

(20mL) }|H^K7y> (2 0 0mg) SrJnx.^, iD^«a£ 

x *) . mmit&m (isomg) ^m^^t Lx&tz 0 

M£ : 2 2 or. 

Anal. Calcd. F o r I C l4 H 14 C 1 N5O 3 / 1 0 H 2 0 ! C , 54. 
3 9 ; H, 4. 7 6 ; N, 2 2. 6 5. 

FoundlC, 54. 3 6 ; H, 4. 5 6 ; N, 2 2. 6 5. 
MS (EI) : 3 0 3 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) II. 85 (3H, 
s), 3. 20-3. 80 (3H, br. s), 5. 15 (1H, s), 6. 8 
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1 (1H, s) , 7. 16-7. 028 (3 H, m) , 7. 34 ( 1 H, d, J 
= 7. 3Hz), 1 0. 0 5 - 1 1. 0 7 (2 H, br). 

[0 0 5 0] 

mmm 1 o 

4. 7-7bKn-4- (2 --7;l/^-n-7 jl^ jk) - 6 =1 >L±Jk= 5 ->f V -7°n 
^jk±±^JkM^ij^z: 2 H-bT^Vn T3. 4-bl 

2 -7l^D^>XT^n h\ 3 -75 J \£?v*-)^tT-t VfuM 
»jS : 1 9 2 - 1 9 4TC. 

iH-NMR (4 0 0MHz, DMSO-dg) 8 (ppm) '. 1. 03 (3H, 
d, J = 6. 9Hz), 1. 15 (3H, d, J =6. 9Hz) , 2. 43 (3 
H, s) , 3. 35 (1H, q, J=6. 9Hz), 5. 55 (1H, s), 7 
. 04-7. 15 (4H, m), 7. 33 (1 H, s) , 9. 81 (1H, br 
. s), 12. 11 ( 1 H, br. s). 
[0 0 5 1] 

mmm 1 1 

4. 7-ybKn-6-^f^-5--fP-4- (2-f')7^n^fiV7 

-2H-e77'n T3. 4-bl 
2 - h V 7;vtn^fM>X7^ft: K\ 3-757 l£9 V— /H: l--ho 
7*n/^- 2 J: OmM^ll 1 fcHflfcfcL-Cifc&Lfco 

life* I 2 5 7-2 5 8t. 

iH-NMR (4 0 0MHz, DMSO-d6) S (ppm) : 2 . 65 (3H, 
s), 5. 75 ( 1 H, s), 7. 19 (1H, s), 7. 30-7. 35 (2 
H, m) , 7. 51 (1H, dd, J = 7. 3Hz and 7. 8H z) , 7 
. 66 (1H, d, J = 7. 8Hz), 10. 87 (1H, br. s), 12. 
4 5 ( 1 H, b r . s) . 
[0 0 5 2] 

%mm 1 2 

4. 7-ybKn-4-7x^^-6-h'J7^tn>f^-2H-tf 
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7 7Q T3. 4-bl b'')y>-5-^;l/^yl/-1- 
m& I 110-115 TC. 

Anal. Calcd. F o r : C16H14N3O2F3 1 /2 H 2 0 I C, 55. 4 
9 ; H, 4. 3 7 ; N, 12. 13. 

FoundlC, 5 5. 8 4 ; H, 4. 7 0 ; N, 11. 89. 
MS (EI) : 3 3 7 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) !0. 84(3H, 
t, J=6. 9Hz), 3. 90 (2H, q, J = 6. 8Hz), 5. 54 (1 
H, s) , 7. 13-7. 17 (3H, m) , 7. 2 4 - 7. 2 8 (3 H, m 
), 9. 78 (1 H, br. s), 12. 20 ( 1 H, br. s). 
IR (KB r ) 13375, 3175, 3067, 1707, 1606, 153 
3, 1278, 1206, 1197, 1 1 6 7 c m~l. 
[0 0 5 3] 

mmm 1 3 

jl±jV 4. 7-yfcKP-4- (2-7Jl/tD7x^)V) - 6 - y i) 7 )Ujru 

^f^-2H-h'7V'n T3. 4-bl ^'Jy>-5-^myV-l^ 

2 -7;vtn^>X7;vft K\ 3 -75 / \£yy"-^t V 'J 7Wnr-t M£ 

: 119-12 0°C. 
Anal. Calcd. Fori C16H13F4N3O2 : C, 54. 0 9 ; H, 3 
. 6 9 ; N, 11. 8 4. 

FoundlC, 5 3. 8 4 ; H, 3. 5 7 ; N, 11. 79. 
MS (EI) : 3 5 6 (M++ 1) . 

!H-NMR (4 0 0MHz, DMSO-d 6 ) S (ppm) :0. 94(3H, 
t, J=6. 8Hz), 3. 89 (2H, q, J=6. 8Hz) , 5. 46 (1 
H, s), 7. 11-7. 20 (4H, m), 7. 28-7. 30 (1H, m 
), 9. 92 (1H, br. s), 12. 27 (1H, br. s). 



miiE# 2003-3065090 



mm 2001-081238 



^-v: 34/ 



IR (KB r) : 3 2 9 0, 3178, 3069, 1703, 1608, 153 
7, 1280, 1232, 1174, 1138, 7 5 6 c m~l. 
[0 0 5 4] 

mmm 1 4 

4- (2-^nn7x-^) -4. 7-ybKn-6-h')7;l/tP^ 
f^-2H-b°7-/n T3. 4-bl H°')y>-5-^my^- I- vl/^ 

afe* : 1 7 1 - 1 7 2°C. 
MS (EI) : 3 7 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) !0. 91(3H, 
t, J = 7. 3Hz), 3. 50 (3H, br. s), 3. 87(2H, q, J = 
6. 8Hz), 5. 66 (1H, s), 6. 26 (2H, s), 7. 15-7. 
18 (2 H, m) , 7. 27 (1H, d, J = 7. 8Hz), 7. 30 (1H, 
s) , 7. 40 (1H, d, J=7. 8Hz), 9. 65 (1H, br. s). 
IR(KBr) : 3 2 9 7, 2 9 3 5, 1 7 3 0, 1 6 2 4, 1 5 5 0, 1 4 7 
9 , 118 6c m" 1 . 
[0 0 5 5] 

mmm 1 5 

^±Jk 4. 7-yfcKn-4- ( 2 - ;* h y 2 a -6-F';7;^n 

-2H-k?7'/n f3. 4-bl fcf 'J V s - 5 - ii )±M£t v V- h 

2 h ^y^>X7;i'7 3 t K\ 3 -T5 J Y } ) 7^o7-b hit 

il£ : 144-146 r. 

Anal. Calcd. Fori C17H16F3N3O3 :C, 55. 5 9 ; H, 4 
. 3 9 ; N, 11. 4 4. 

FoundlC, 5 5. 5 5 ; H, 4. 3 8 ; N, 11. 43. 
MS (EI) : 3 6 7 (M+) . 
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1H-NMR (4 0 0MHz, DMSO-d6) d (ppm) :0. 94 (3H, 
t, J = 6. 8Hz), 3. 83 (3H, s), 3. 89 (2H, q, J = 6. 
8Hz), 5. 51 (1H, s) , 6. 84 ( 1 H, d d , J = 7. 3Hz a 
nd 7. 4Hz), 6. 94-6. 97 (2H, m), 7. 13 (1H, dd 
, J = 7. 3Hz and 7. 4Hz), 7. 20 ( 1 H, s), 9. 70 ( 

1 H, b r . s) , 12. 13 ( 1 H, b r. s) . 

IR(KBr) :3431, 3173, 3067, 2993, 2924, 168 
9, 1610, 1527, 1286, 1226, 1 1 4 5 c m~l. 
[0 0 5 6] 

mmm 1 6 

.x.^-;i/ 4. 1 KD-6-H)7jVtP^f JV-4- (2 - HJ 7JUa-P 

**)V7 ^ — fr) -2H-^7 7n f3. 4-bl fcf'Jy>-5-^JWf^y^ 
rJi 

2 - h <; 7JVtn^f;i/^>X7;i'fii h\ 3 -75 J \£?y-)Vt Y 'J "7;u* 
B6 & ! 1 8 2 - 1 8 6°C. 

Anal. Calcd. For! C17H13N3O2F6 I C, 5 0. 3 8 ; H, 3 
. 2 3 ; N, 10. 3 7. 

FoundlC, 50. 2 1 ; H, 3. 1 5 ; N, 10. 39. 
MS (FAB) : 4 0 6 (M++ 1 ) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 83(3H, 
t, J = 6. 8Hz), 3. 83 (2H, q, J=6. 8Hz), 5. 49 (1 
H, s), 7. 08 (1H, s), 7. 35-7. 39 (2 H, m) , 7. 62 
(1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 66 ( 1 H, d, 
J =7. 8Hz), 9. 97 (1H, br. s), 12. 30 (1H, br. s 
) . 

IR(KBr) : 3 3 3 9, 3177, 3067, 1711, 1608, 153 
7, 1313, 1280, 1182, 1 1 4 1 cm- 1 . 
[0 0 5 7] 
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#S*ft0O 1 7 

j^jv 4- (3-^nn-7^^-;i/) -4. 7 - v t: Kn - 6 - h 'J 7)V*u * 
f^-2H-e77'n f3. 4-bl tf'Jy>-5-^^^yl/- h 

K, 3 -75 J \£f/-)Vt Y >j 7^tD74: hffiM 

WL& I 1 4 4 - 1 4 5°C. 

Anal. Calcd. For: C16H13N3O2F3C 1 I C, 5 1. 6 9 ; H 
, 3. 52 ;N, 11. 30. 

FoundlC, 51. 3 3 ; H, 3. 7 4 ; N, 11. 10. 

MS (EI) ! 3 7 1 (M+) . 

1H-NMR (4 0 0MHz, DMSO~d6) S (ppm) :0. 98(3H, 

t, J=6. 8Hz), 3. 92 (2H, q, J=6. 8Hz), 5. 21 (1 
H, s) , 7. 11 (1H, d, J = 7. 8Hz), 7. 17 (1H, s), 7 
. 23 (1H, d, J = 8. 7Hz) , 7. 2 9 - 7. 3 3 (2 H, m) , 9. 

92 (1H, br. s) , 12. 30 (1H, br. s). 

IR (KBr) :3321, 3178, 3070, 1703, 1610, 153 

5, 1278, 1224, 1184, 1 1 4 5 cm" 1 . 
[0 0 5 8] 
HWJ 1 8 

4- (4-^PQ7x^)M -4. 1 —V\L K n — 6 — h 'J 7;i/tP^ 
■f-;V — 2 H — tf ^7 7o 13. 4-bl b°'J y >- 5 v h 

H£ : 176-178 1. 

Anal. Calcd. Fori C16H13F3N3O2C 1 : C, 5 1. 6 9 ; H 
, 3. 52; N, 11. 30. 

FoundlC, 5 1. 9 1 ; H, 3. 7 7 ; N, 11. 08. 
MS (EI) : 371 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) 10. 98(3H, 
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t, J=6. 8Hz), 3. 90 (2H, q, J = 7. 3Hz), 5. 92 (1 
H, s) , 7. 16 (2H, d, J=8. 2Hz) , 7. 27 (1H, s) , 7 
. 31 (2H, d, J = 8. 2Hz), 9. 87 ( 1 H, br. s), 12. 2 
7 ( 1 H, b r . s) . 

IR (KBr) : 3 4 7 6, 3368, 3178, 3078, 1714, 169 
5, 1606, 1537, 1278, 1172, 1 1 3 4 cm-*. 
[0 0 5 9] 

%mm 1 9 

4. 7-VHKP-4- (4 Y *i/-7 -6-H)7;vtn 
^f;l/-2H-b°7V'P T3. 4-bl fci'J y >- 5 lx- h 
4 -* h^ry^^XT^ft: h\ 3 -T ^ 7 t t 7 , 7-;^ h 'J 7^tOT-t hffc 

ixf^f^i ^mmm i tmm^Lxm&Ltzo 

M& : 159-161 "C. 

Anal. Calcd. F o r ! C17H16F N3O3 I C, 5 5. 5 9 ; H, 4. 
3 9 ; N, 11. 4 4. 

FoundlC, 5 5. 4 9 ; H, 4. 5 4 ; N, 11. 33. 
MS (EI) '.3 6 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 3 (ppm) 10. 99(3H, 
t, J = 7. 3Hz), 3. 68 (3H, s) , 3. 89 (2H, q, J = 7. 
3Hz) , 5. 12 (1H, s) , 6. 82 (2H, d, J = 8. 7Hz) , 7 

. 03 (2H, d, J = 8. 7Hz), 7. 22-7. 24 ( 1 H, m) , 9. 
71 (1H, br. s) , 12. 19 ( 1 H, br. s). 
IR (KBr) 13323, 3231, 3173, 3067, 1699, 161 
0, 1535, 1510, 1302, 1248, 1184, 1 1 4 5 cm" 1 . 
[0 0 6 0] 

nnm 2 0 

4. 7-y^Kn-4- (4-xfjry^?;^'x;l/7x^;i/) -6-h 
'J y 2 H-fcf^ 7n f3. 4-bl fcf'J V>- 5 zL^ikJi± ~> k 
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ar-b ywm^^^-^y-^^ vmmm 1 ^ttucL-c^L^o 

1H& : 1 5 7 - 1 6 o*c. 

Anal. Calcd. For! C19H18F3N3O4 : C, 5 5. 7 5 ; H, 4 
. 43 ;N, 10. 2 6. 

FoundlC, 5 5. 6 8 ; H, 4. 3 9 ; N, 10. 43. 
MS (FAB) 14 10 (M++ 1 ) . 

1H-NMR (4 0 0MHz, DMSO~d6) 8 (ppm) :0. 96(3H, 
t, J=6. 9Hz), 1. 28(3H, t, J = 7. 3Hz), 3. 89 (2H 
t q> J=6. 8Hz), 4. 27 (2H, q, J = 7. 3Hz), 5. 28 ( 
1H, s), 7. 27 (1H, s) , 7. 29 (2 H, d, J = 8. 3Hz), 
7. 87 (2H, d, J=8. 2Hz), 9. 92 (1H, br. s), 12. 
2 8 (1H, b r. s) . 

IR (KBr) 13393, 3188, 3082, 1692, 1612, 153 
9 , 1 2 8 4 c m- 1 . 
[0 0 6 1] 
mMM2 1 

4- (2-^nD7x^) -4. 7-y^Kn-3-^f;i/-6-h 
ij -7;l/^-p^-^;V- 2 H-b?7'/n f3. 4-bl b° U yV- 5 V 

St,* : 1 6 5 - 1 6 8°C. 
MS (EI) 13 8 5 (M+) . 

1H-NMR (4 0 0MHz, DMS0-d6) S (ppm) 10. 94(3H, 
t, J = 7. 3Hz), 1. 81(3H, s), 3. 85 (2H, q, J = 6. 8 
Hz), 5. 54 (1H, s), 7. 17-7. 20 (2 H, m) , 7. 27 ( 
1 H, dd, J=7. 3Hz and 7. 4Hz), 7. 36 (1H, d, J 
= 8. 3Hz), 9. 79 (1H, br. s), 11. 96 (1H, br. s) 
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IR (KB r) : 3 2 6 3, 3194, 3080, 1668, 1591, 152 
0, 1286, 1232, 1149, 1095, 1 0 6 2 cm" 1 . 
[0 0 6 2] 

nnm 2 2 

^±JV 4. 7-yHKP-4- 2 — >f;l/) - 6 - h 'J "7^:3- P 

^f;l/-2H-tf77P L3-, 4-hl bf 'J y>- 5 - ^J^y V- b 
ft7x7-2 -TiVft h\ 3 -T 5 J \£yV-)Vt h'J7^tn7-b MfcBfe 

Si* : 1 5 7 - 1 6 1 °C. 

Anal. Calcd. F o r : C 14H12F3N3O2S : C, 4 9. 2 7 ; H, 
2. 95; N, 12. 3 1. 

FoundlC, 49. 1 0 ; H, 3. 2 8 ; N, 12. 13. 

MS (EI) : 3 4 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO-dg) S (ppm) : 1. 08(3H, 
t, J = 7. 4Hz), 4. 00(2H, q, J = 7. 4Hz), 5. 52 (1H 

, s) , 6. 76 (1H, d, J = 2. 9Hz) , 6. 87 (1H, dd, J = 
2. 9Hz and 5. 4Hz),7. 30 (1H, d, J = 5. 4 Hz) , 
7. 43 (1H, s) , 9. 96 ( 1 H, br. s), 12. 35 (1H, br 

. s ) . 

IR (KBr) : 3 3 5 0, 3240, 3180, 1693, 1612, 153 
5, 1396, 1371, 1304, 1153, 1093, 1057, 694c 
m-1. 
[0 0 6 3] 

mmm 2 3 

4. 7-v£KP-4- (ft7x>- 3 -A)V) =^6_^_LLLZik±P 
2 H-fcf 2 VP T3. 4-bl bf'J 5 -ft U- h 

ft7x>-3 -7;Vft: K> 3 — T 5 7 kf^V*-;v£ h 'J 7^n7-t hfifcBI 
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Si* : 1 4 0 - 1 4 5*C. 

Anal. Calcd. F o r : C 14H12F3N3O2S : C, 4 9. 2 7 ; H, 
2. 9 5; N, 12. 31. 

FoundlC, 4 9. 6 5 ; H, 2. 6 4 ; N, 12. 19. 
MS (EI) : 3 4 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) : 1. 03(3H, 
t, J = 7. 3Hz), 3. 96(2H, q, J=7. 3Hz), 5. 30 (1H 
, s) , 6. 87 (1H, d, J = 4. 8Hz) , 7. 05 (1H, s) , 7. 
35 (1H, s) , 7. 3 9 (1 H, d d, J =2. 9Hz and 4. 8H 
z) , 9. 76 (1H, br. s), 12. 25 (1 H, br. s). 
IR (KB r) 13356, 3182, 2982, 2932, 1689, 161 
4, 1537, 1304, 1224, 1 1 5 3 c m~l. 
[0 0 6 4] 

mmm 2 a 

x = ±Jk 4. 7-v£KP-4- (J^z±y±Jk} —6 — l-')7^tP^f^- 
2H-^°^V"P f3. 4-bl b°')y>-5-^?i^yl/-f 

•7-7* w- 1 -7;vft k, 3 — t ^ y kf^v*-;vt h 'j7^tor-b MHK 
i*: 1 1 9-i2or. 

Anal. Calcd. F o r : C20H16F3N3O2 1 / 2 H 2 0 I C , 60. 4 
5 ; H, 4. 5 7 ; N, 10. 5 7. 

FoundlC, 60. 2 0 ; H, 4. 77; N, 10. 39. 
MS (FAB) 13 8 8 (M++ 1 ) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 ( P P m) 10. 69(3H, 
t, J = 6. 8Hz), 3. 73 (2H, q, J = 6. 8Hz), 6. 04 (1 
H, s) , 7. 09 (1H, s) , 7. 26 (1H, d, J=6. 8Hz) , 7 
. 41 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 52-7. 
58 (2H, m) , 7. 75 (1H, d, J = 8. 3Hz) , 7. 92 ( 1 H, 
dd, J = 7. 3Hz and 7. 4Hz),8. 33 (1H, s) , 9. 8 
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7 (1H, b r. s) , 12. 14 (1 H, b r. s) . 

IR(KBr) 13 1 7 3, 1 6 7 0, 1 6 0 6, 1 1 3 8, 1 0 9 5 c m"l. 
[0 0 6 5] 

$mm 2 5 

.x^-;l/ 4. 7 - y b Ka - 4 - 7 x - 6 - 7°a - 2 H - h° 7 '/d f3 
. 4-bl e')y>-5-^^yl/-h Z_kJl>MiI 
^>X7;Vf^ K ( 1 . 6g) , 3 - 7 5 7 fcT9 ( 1 . 0 g) £ 3 h 

A^fviifiVxxf;i/ (1. 9 g) OT-bh-h 1 ;^ (2 0mL) jftftSriR- 

'j*W7A?n7^77^- : ^V-y-ttW.^f-fr (8 : 2 

) ) X-mm-f & Z t K £ «K HS^tf (7 2 0mg) fc&fegJI t LTt#7c 0 
Bill* I 13 9-14 It. 

Anal. Calcd. F o r : C I8H21N3O2C4H4O4 1 / 2 H 2 0 I C , 6 
0. 5 4 ; H, 6. 0 0 ; N, 9. 6 3. 

Found: C, 60. 1 6 ; H, 5. 6 0 ; N, 10. 01. 
MS (EI) : 3 1 1 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) 10. 94-0. 9 
5(6H, m), 1. 62(2H, q, J = 7. 8Hz), 2. 6 6 - 2. 7 7 (2 
H, m) , 3. 50 (3H, br. s) , 3. 83 (2H, q, J=6. 8Hz 
), 5. 10 (1H, s), 6. 25 (2H, s), 7. 05-7. 20 (6H 
, m), 9. 37 (1H, br. s). 

IR(KBr) 13 3 3 7, 3 0 4 2, 1 6 9 9, 1 5 9 3, 1 4 6 7, 1 5 3 
9, 1361, 1203c m" 1 
[0 0 6 6] 

mmm 2 6 

^±JV 4. 7-y^KP-4- (2-7^P7i^) - 6 —~fu \£)V- 2 
H-tf7 7°Q r.3. 4-bl e')y>-5-^>^^->l/-f 
2-7^to^>X7^ft K, 3 -7 5 J \£yV-)Vt h^^>Wt^ 
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l!l> /& : 192-194 r. 

Anal. Calcd. F o r I C i 8 H 2 ()F N 3 0 2 1 / 2 H 2 0 : C , 63. 8 
9 ; H, 6. 2 6; N, 12. 42. 

FoundlC, 63. 8 5 ; H, 6. 0 1 ; N, 12. 36. 
MS (E I) : 3 2 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 10. 93(3H, 
t, J = 7. 3Hz), 0. 97(3H, t, J=7. 3Hz), 1. 62-1. 
68 (2H, m) , 2. 71-2. 83 (2H, m) , 3. 82 (2H, q, J 
= 7. 3Hz), 5. 43 (1H, s) , 7. 05-7. 11 (4 H, m) , 7 
. 21 ( 1 H, s) , 9. 48 ( 1 H, br. s) , 11. 97 ( 1 H, br. 
s) . 

IR (KB r) 13265, 3198, 2964, 1591, 1514, 122 
4, 1 2 0 9, 1 0 9 3m-l. 
[0 0 6 7] 

nnm 2 1 

4- (2-»nn7x^) -4. 7 —i/\L K n — 6 — v'o bf ;v — 2 H 
-fcf77n f3. 4-bl bf ] J 5 -#;wj^vk- h 

it* I 2 0 2 - 2 0 5t. 

Anal. Calcd. Fori CigH 2 oC 1 N3O2 : C, 6 2. 5 2 ; H, 5 
. 8 3 ; N, 12. 15. 

FoundlC, 62. 2 8 ; H, 5. 76; N, 12. 37. 
MS (FAB) : 3 4 6 (M++ 1 ) . 

iH-NMR (4 0 0MHz, DMSO-dg) 8 (ppm) :0. 85(3H, 
t, J=6. 8Hz), 0. 95(3H, t, J = 7. 3Hz), 1. 62-1. 
68 (2H, m) , 2. 6 7 - 2. 8 7 (2 H, m) , 3. 78 (2H, q, J 
= 6. 8Hz) , 5. 58 (1H, s) , 7. 07-7. 11 (2H, m) , 7 
. 18 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 25 (1 
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H, s) , 7. 34 (1H, d, J=7. 8Hz), 9. 49 (1H, br. s 
) , 11. 97 (1H, br. s). 

IR (KBr) 13263, 3209, 3194, 3080, 1668, 159 

I, 1520, 1286, 1232, 1149, 1062, 7 5 0 cm" 1 . 
[0 0 6 8] 

mmm 2 8 

4- (2-^PD7x^l/) -4. 7 - v £ Kp - 6 - ~7°n tf ;V- 2 H 
-lf7'/n T3. 4-bl fcf 'J v>- 5 ->(?;v^yl/- fc 
2 -^on^^XT^fk: h\ 3 -75 J \£j*/—frt 3 h 

fit* : 2 0 3 - 2 0 7°C. 

Anal. Calcd. F o r : Ci 7 Hi 8 C 1 N 3 0 2 1/5H 2 0 : C, 60. 
8 8 ; H, 5. 5 3 ; N, 12. 5 3. 

Found!C, 6 0. 7 3 ; H, 5. 3 6 ; N, 12. 14. 
MS (EI) : 3 3 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 10. 97(3H, 
t, J = 7. 3 Hz), 1. 64-1. 66 (2 H, m) , 2. 72-2. 83 
(2H, m) , 3. 3 1 (3H, s) , 5. 57 (1H, s) , 7. 10 (1H 
, d, J = 7. 3Hz), 7. 09-7. 11 ( 1 H, m) , 7. 17-7. 1 
8 (1H, m) , 7. 27 (1H, s) , 7. 34 (1H, d, J=7. 8Hz 
), 9. 54 (1H, br. s), 11. 97 (1H, br. s). 

1 R (KBr) 13260, 3190, 1672, 1591, 1516, 123 

2 cm" 1 . 
[0 0 6 9] 

mmm 2 9 

4- (2 -y'u^ey -4. 7 — v fc: Kn-fi-7 , Pt:';l/-2H 

-bfyVa T3. 4-bl bf v > - 5 - ft v kn h 
2 -7D^>X7;Vft h\ 3-7^ kf7y-^t 3 b -9" 
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m& : 2 2 3°C. 

Anal. Calcd. For: Ci 8 H 2 ()B r N3O2 I C, 55. 4 0 ; H, 5 

. 17 ;n, 10. 77. 

FoundlC, 5 5. 0 8 ;H, 5. 1 4 ; N, 10. 85. 
MS (EI) : 3 9 0 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) S (ppm) 10. 86 (3H, 
t, J=7. 3Hz), 0. 97 (3H, t, J = 7. 3Hz), 1. 63-1 
. 69 (2H, m) , 2. 71-2. 74 (1H, m) , 2. 8 0- 2. 8 3 ( 

1 H, m) , 3. 77 (2H, q, J = 7. 3Hz), 5. 67 (1H, s), 
7. 00 (1H, dd, J =7. 3Hz and 7. 4 H z) , 7. 10 (1 
H, d, J = 7. 3Hz), 7. 22 (1H, dd, J = 7. 3Hz and 
7. 4Hz), 7. 28 (1H, s), 7. 51 (1H, d, J = 7. 3Hz) 

, 9. 50 (1H, br. s), 11. 97 (1H, br. s). 
[0 0 7 0] 

mmm 3 0 

4. 7-VKK0-4- (_2^i2L±Jk^_^^Jk) - 6 --/p if^- 2 H 
-bf^VP T3. 4-bl lf')y>-5-^myP-F 

2 - ^fM>XTiVft K> 3 -75 J H°^y*-;i/t 3 b^f>ixf 

*miM2 5 fcHfilfcL-ClSiiLfco 
M£ : l 7 8°C. 

Anal. Calcd. Fori C19H23N3O2 :C, 70. 1 3 ; H, 7. 1 
2 ; N, 12. 91. 

FoundlC, 70. 1 2 ; H, 7. 3 5 ; N, 12. 99. 
MS (EI) : 3 2 5 (M+) . 

iH-NMR (4 0 0MHz, DMSO-dg) S (ppm) :0. 83 (3H, 
t, J = 7. 3Hz), 0. 96 (3H, t, J = 7. 3Hz), 1. 62-1 
. 66 (2 H, m) , 2. 44 (3H, s), 2. 64-2. 66 ( 1 H, m) 
, 2. 76-2. 79 (1H, m), 3. 77 (2H, q, J = 7. 3Hz), 
5. 31 (1H, s) , 6. 93 (1H, d, J = 7. 3Hz), 6. 99-7 
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. 05 (3H, m) , 7. 18 (1H, s) , 9. 34 (1 H, br. s) , 1 
1. 87 (1H, br. s). 
[0 0 7 1] 

mmm3 1 

^±J/ 4. 7-y'H Ko-6-7°n(f^-4- (2 - F')7^tn> Wx 
^jk) -2H-bf^Vn r.3. 4-bl b'')y>-5-^my^f 
2 - h V 7^tn^ f jM^Xr^fli K\ 3 -T < J \dyV—)Vt 3 
dr-9->^if-;ixjn^x^J: 0HM^!I2 5 £ IWpjfK LT^iSL^o 
Hi* I 1 9 8 - 2 0 2t. 

Anal. Calcd. For: C 19H20F3N3O2 1 / 2 H 2 0 : C, 5 8. 7 
6 ; H, 5. 45; N, 10. 81. 

FoundlC, 5 8. 8 2 ; H, 5. 9 2 ; N, 10. 62. 
MS (EI) : 3 7 9 (M+) . 

1H-NMR (4 0 0MHz, DMS0-d6) 8 (ppm) :0. 76(3H, 
t, J = 7. 3Hz), 0. 98 (3H, t, J = 7. 3Hz), 1. 64-1 

. 68 (2H, m) , 2. 7 6 - 2. 7 9 (2 H, m) , 3. 80 (2H, q, 
J = 7. 3Hz) , 5. 44 (1H, s), 7. 00 (1H, s), 7. 27- 
7. 30 ( 1 H, m) , 7. 33 (1H, d, J = 7. 8 H z) , 7. 53 (1 

H, dd, J = 7. 3Hz and 7. 4Hz), 7. 61 (1H, d, J = 
7. 3H z) , 9. 54 (1H, br. s), 11. 99 (1 H, br. s). 
IR(KBr) 13265, 3198, 2964, 1591, 1514, 122 
4, 1209, 1093c m- 1 . 
[0 0 7 2] 
3 2 

±±JV 4. 7-y^KD-4- (2-^ F^y7x-;v) - 6 -"/n fcf Jl/- 2 

H-e^yn f3. 4-bi tf'jy>-s-^m->i/"h 

2 h ->^>X7^ft h\ 3 -T 5 \dyV~)Vt 3 --Jr h^3f-9->Bk^ 

it* : 1 6 9*c. 
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Anal. Calcd. Fori C19H23N3O3 ! C, 6 6. 8 4 ; H, 6. 7 
9 ; N, 12. 3 1. 

FoundlC, 6 6. 5 8 ; H, 6. 50 ; N, 12. 34. 
MS (EI) I 3 4 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) !0. 85 (3H, 
t, J = 7. 3Hz), 0. 97 (3H, t, J=7. 3Hz), 1. 66-1 
. 68 (2 H, m) , 2. 66-2. 70 ( 1 H, m) , 2. 81-2. 88 ( 
1 H, m) , 3. 80 (2H, q, J = 7. 3Hz) , 3. 85 (3H, s) , 
5. 47 (1H, s) , 6. 76 (1H, dd, J = 7. 3Hz and 7. 
4Hz), 6. 89-6. 94 (2H, m), 7. 04 (1H, dd, J = 7. 
3Hz and 7. 4Hz), 7. 14 (1H, s), 9. 29 (1H, br 
. s) , 11. 82 (1H, br. s). 
[0 0 7 3] 

mmm 3 3 

4. 7-yhKa-4- (2-x^y7i^) -6-^^-2 
H - \L 2 Vu r 3 . 4 - b 1 tf 'J v > - 5 - ft )±M* z_kr^± 

lttj£ : 2 0 3t. 

Anal. Calcd. Fori C20H25N3O3 ! C, 67. 58; H, 7. 0 
9 ; N, 11. 8 2. 

FoundlC, 6 7. 4 8 ; H, 7. 0 6 ; N, 11. 81. 
MS (EI) 13 5 5 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) S (ppm) !0. 85 (3H, 
t, J = 7. 3Hz), 0. 97 (3H, t, J = 7. 3Hz), 1. 41 (3 
H, t, J = 7. 3Hz), 1. 64-1. 67 (2H, m), 2. 68-2. 
71 ( 1 H, m) , 2. 78-2. 81 ( 1 H, m) , 3. 79 (2H, q, J 
= 7. 3Hz), 4. 03-4. 05 (1 H, m) , 4. 10-4. 12 (1 H 
, m), 5. 48 (1H, s), 6. 74 (1H, dd, J = 7. 3Hz an 
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d 7. 4Hz), 6. 87 (1H, d, J = 7. 3Hz), 6. 94 (1H, 
d, J = 7. 3Hz) , 7. 01 (1H, dd, J = 7. 3Hz and 7. 
4 H z) , 7. 14 (1H, s) , 9. 28 (1H, br. s) , 11. 79 ( 

1 H, br. s ) . 
[0 0 7 4] 

mnm 3 4 

^±jk 4. 7-y'HKn-4- (2 - 7°n»^y7x-;i/) - 6 --/p fcf ;u- 
2H-^7'/n f3. 4-bl e U 5 -^^y V- h 

2 -yn^y^>X7^fli K. 3-7^7 £9 V-frt 3 h^^r^>^ 

it* : 2 0 5°C. 

Anal. Calcd. Fori C21H27N3O3 '. C, 6 8. 2 7 ; H, 7. 3 
7 ; N, 11. 3 7. 

Found:C, 68. 0 5 ; H, 7. 3 9 ; N, 11. 35. 
MS (EI) : 3 6 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 3 (ppm) :0. 84 (3H, 
t, J = 7. 3Hz) , 0. 97 (3H, t, J = 7. 3Hz), 1. 05 (3 
H, t, J = 7. 3Hz), 1. 64-1. 67 (2 H, m) , 1. 8 1-1. 
84 (2H, m) , 2. 7 0 - 2. 7 3 ( 1 H, m) , 2. 7 8- 2. 8 2 (1 
H, m) , 3. 77 (2H, q, J = 7. 3Hz) , 3. 92 (1H, q, J = 
7. 3Hz), 4. 07 (1H, q, J = 7. 3 H z) , 5. 52 (1H, s) 
, 6. 75 (1H, dd, J = 7. 3Hz and 7. 4Hz), 6. 88 ( 
1H, d, J = 7. 3Hz) , 6. 94 (1H, d, J=7. 3Hz) , 7. 0 
1 (1H, dd, J=7. 3Hz and 7. 4Hz), 7. 11 (1H, s 
), 9. 28 (1H, br. s) , 11. 79 (1H, br. s). 

[0 0 7 5] 
3kMM 3 5 

4. 7-yEKn-4- (2-^V7°P^;^^y7xx;V) - 6 - 7° 
D^-2H-e7V'n f3. 4-bl b'')y>-5-^Wyl-f 
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it* : 2 i or. 

Anal. Calcd. Fori C21H27N3O3 '. C, 6 8. 2 7 ; H, 7. 3 
7 ; N, 11. 3 7. 

Found:C, 67. 9 3 ; H, 7. 39; N, 11. 32. 
MS (EI) ! 3 6 9 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) : 0. 84 (3H, 
t, J = 7. 3Hz) , 0. 97 (3H, t, J = 7. 3Hz), 1. 25 (3 
H, d, J = 6. 8Hz) , 1. 39 (3H, d, J = 6. 8Hz) , 1. 64 
-1. 69 (2 H, m) , 2. 68-2. 72 (1 H, m) , 2. 78-2. 8 
2 (1 H, m) , 3. 77 (2H, q, J = 7. 3Hz) , 4. 64-4. 67 

(1H, m) , 5. 45 (1H, s) , 6. 73 (1H, dd, J = 7. 3Hz 
and 7. 4 H z) , 6. 89-6. 90 (3 H, m) , 7. 15 (1H, 
s) , 9. 27 (1H, br. s) , 11. 77 (1H, br. s). 

[0 0 7 6] 
3 6 

xf-jl/ 4- (2-7R->7x^^) -4. 7 -yfc Rn- 6 -7°p fcf;i/- 2 

H-bf^VP f3. 4-bl fcf'J v>- 5 -^Wyl/- h 

2 - 7h^ry^'/X7^fl: K, 3-7^ b 0 7V-^i:3-y h^t>*i 

f^xxf^i "9^WJ2 5 fc|B|*^tr«jiL2to 

Bit* : 17 1t. 

Anal. Calcd. For! C22H29N3O3 ! C, 68. 9 0; H, 7. 6 
2 ; N, 10. 9 6. 

FoundiC, 6 8. 6 6 ; H, 7. 6 3 ; N, 10. 89. 
MS (EI) ! 3 8 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 84 (3H, 
t , J = 7. 3 H 2) , 0. 95-0. 99 (6 H, m) , 1. 52-1. 80 
(6H, m) , 2. 69-2. 71 (1 H, m) , 1. 76-1. 80 (1 H, 



mtE#2 003-3065090 



$R 2001-081238 



^-v: 49/ 



m), 3. 77 (2H, q, J = 7. 3 Hz) , 3. 95-3. 98 ( 1 H, m 
), 4. 07-4. 10 (1H, m), 5. 51 (1H, s) , 6. 74 (1H 
, dd, J = 7. 3Hz and 7. 4Hz), 6. 8 8 - 6. 9 4 (2 H, 
m) , 7. 01 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 1 
0 (1H, s), 9. 28 (1 H, br. s) , 11. 79 (1H, br. s) 

[0 0 7 7] 

xf-fr 4- (2->^n^>fJVfJry7x^V) -4. 7->*EKP-6- 

•7°Pb:;i/-2H-tivy"p T3. 4-bl ti'J v>- 5-^;i/^'^'>i^- h 
$!& : 1 9 5V. 

Anal. Calcd. For: C23H29N3O3 ! C, 69. 8 5 ; H, 7. 3 
9 ; N, 10. 6 2. 

Found!C, 6 9. 6 3 ; H, 7. 2 8 ; N, 10. 61. 
MS (EI) ! 3 9 5 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) '.0. 83 (3H, 
t, 1 = 7. 3Hz) , 0. 97 (3H, t, J = 7. 3Hz), 1. 65-1 
. 98 (8H, m) , 2. 6 6 - 2. 7 8 (2 H, m) , 3. 76 (2H, q, 
J = 7. 3 H z) , 4. 89-4. 93 (1H, m), 5. 43 (1H, s) , 
6. 72 (1H, dd, J = 7. 3Hz and 7. 4Hz), 6. 88-6 
. 93 (2 H, m),7. 00 (1H, dd, J = 7. 3Hz and 7.4 
Hz), 7. 10 (1H, s), 9. 28 (1H, br. s), 11. 77 (1 
H, b r . s ) . 
[0 0 7 81 

mmm 3 8 

xf-jw 4. 7-v£KP-4- (2-^>yM^y7x-^) -6-7°PkT 
;U-2H-tivy"P T3. 4-bl t:''Jy>-5-»Wy^-F 
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>ixfjvx7 t)V£ *) mmm 25t mmz L-c^it t tz 0 

tt.S : i 2 8°c. 

Anal. Calcd. For: C25H27N3O3 ! C, 71. 9 2 ; H, 6. 5 
2 ; N, 10. 0 6. 

FoundiC, 71. 6 6 ; H, 6. 7 3 ; N, 9. 85. 
MS (EI) ! 4 1 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) S (ppm) :0. 84 (3H, 
t, J = 7. 3Hz) , 0. 97 (3H, t, 1 = 7. 3Hz), 1. 64-1 
. 67 (2H, ra) , 2. 70-2. 73 ( 1 H, m) , 2. 80-2. 83 ( 
1H, m) , 3. 80 (2H, q, J=7. 3Hz) , 5. 20 (2H, d, J 
= 30Hz) , 5. 60 (1H, s) , 6. 78 (1H, d d, J=7. 3Hz 
and 7. 4 Hz) , 6. 96-7. 03 (3 H, m) , 7. 08 (1H, 
s) , 7. 35 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 4 
0-7. 43 (2H, m) , 7. 5 2 - 7. 5 5 (2 H, m) , 9. 30 (1H 
, b r. s) , 11. 7 9 (1 H, b r. s) . 
[0 0 7 9] 

mmm 3 9 

J-f-;!/ 4. 7-v£KP-4- (2^J_±Jk±±7_^Al -6-7°P£>- 
2H-tf7'/P f3. 4-bl fcf'J v>-5-7j;W-E>y^- b 
2 - ^f;l/ft^>X7^ft K (20g), *)VY7&WL (19g) , 3-* 
hAJff>|xf^xXr^ (2 1 g) tWe&7 (1 1 g) «^ ( 

1 3 OmL) MfcitSELfco £ifi*-e#*PLfcgL ««JE@* 

t^ClttCt (9. 7g) £#£ 0 y^fWATU' (1. 3g 

) o*nn*/l/A (5mL) aFfttC^Tt + ^ttfk 1 ;^ (1. 7raL) , #f> 
*i£ilfe££ H H H (1. 5g) O^nnW (lOmL) »«* to Lfc 

o tJc$t\ »sfc-*- h * a (is. 5 g) *»**inix. i mmmwLtz^ ? n 

^77^- (»tti*«l:^*-9->-»*if-A' (8:2)) -effiK-r 
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0, fcfeBffil (o. 9g) ZWzo ®btitzM&&& (0. 9g) <7>t?'Jv> ( 

1 omD mm~^ K7y> (o. 2 7 g) srjjn*. 3 nmummLtzo m&t 

77^- (mmmm:^*°ty d : i) ) rfit^tai) 
, amft-frw (2 3 0m g ) *m&&&t ixntz 0 

K£ : 1 9 8°C. 

Anal. Calcd. Fori C19H23N3O2S : C, 6 3. 8 4 ; H, 6. 
49 ;N, 11. 7 5. 

FoundlC, 6 3. 5 6 ; H, 6. 4 5 ; N, 11. 64. 
MS (EI) ! 3 5 7 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) S (ppm) 10. 82 (3H, 
t, J = 7. 3Hz) , 0. 96 (3H, t, J=7. 3Hz), 1. 62-1 
. 68 (2H, m) , 2. 48 (3H, s) , 2. 67-2. 71 (1H, m) 
, 2. 79-2. 83 ( 1 H, m) , 3. 74 (2H, q, J =7. 3Hz), 
5. 54 (1H, s), 6. 99-7. 06 (3 H, m) , 7. 22-7. 25 

(2H, m) , 9. 3 8 (1H, b r. s) , 11. 8 6 (1H, b r. s) . 

[0 0 8 0] 
HM^iJ 4 0 

xfjk 4. 7-v£Fn-4- i^z2L±JkZJk2J-^Jky^=Jk} -6-7° 
PtfjU- 2 H-fcf 7'/n f3. 4-bl b'')y>-5-^Wyl/-h 
xf^ 4, Kn-4- (2-^;!/?-*) - 6 -"/n k?;t/- 2 H- fc? 

yVu [3, 4-b] tfV v>- 5 h (lOOmg) h y 

tyuyyy (3. OmL) 7 8t:T^ ^^nn^iti (6 0mg 

StS^KJ: t)IS^ (50mg) fc&feg&i: LTfcfco 
M£ : 2 1 6 V. 

Anal. Calcd. For! C19H23N3O3S : C, 6 1. 1 0 ; H, 6. 

2 1 ; N, 11. 2 5. 
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FoundlC, 6 1. 32; H, 6. 18; N, 10. 99. 
MS (EI) ! 3 7 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d 6 ) § (ppm) :0. 91 (3H, 
t, J=7. 3Hz), 0. 97 (3H, t, J = 7. 3Hz), 1. 64-1 
. 68 (2H, m) , 2. 6 9 - 2. 7 2 ( 1 H, m) , 2. 72 (3H, s) 
, 2. 7 6 - 2. 7 9 ( 1 H, m) , 3. 90 (2H, q, J = 7. 3Hz) , 
5. 36 (1H, s) , 7. 15 (1H, dd, J = 7. 3Hz and 7. 
4Hz), 7. 20 (1H, s), 7. 37-7. 39 (2 H, m), 7. 85 

(1H, dd, J = 7. 3Hz and 7. 4Hz), 9. 59 (1H, br 
. s) , 12. 0 4 (1 H, b r . s) . 

[0 0 8 1 ] 

nam 4 1 

4. 7-yK Ko-4- (2->l>P7i^) -6-7°Pt:^-2H 
-bf^V'n f3. 4-bl fcf'J v>- 5 -Ivvtf*^ V- h 
2 b n^>XT^f f t: Ft 3 h^+^^Blxf-^x^f^J: *)%WbZ 

9 fc|BI«t-L-C»jfiLfeo 
l!l!^:2 18 0 C. 

Anal. Calcd. F o r : C I8H20N4O4 : C , 6 0. 6 6 ; H, 5. 6 
6 ; N, 15. 7 2. 

Found!C, 6 0. 2 5 ; H, 5. 6 5 ; N, 15. 44. 
MS (EI) ! 3 5 6 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) § (ppm) !0. 80 (3H, 
t, J = 7. 3Hz), 0. 95 (3H, t, J = 7. 3Hz), 1. 59-1 

. 64 (2H, m) , 2. 6 9 - 2. 7 3 ( 1 H, m) , 2. 7 7 - 2. 8 0 ( 
1H, m) , 3. 72 (2H, q, J = 7. 3Hz) , 5. 45 (1H, s) , 
7. 2 8 - 7. 3 3 (3 H, m) , 7. 56 (1H, dd, J = 7. 3Hz a 
nd 7. 4Hz), 7. 76 (1H, d, J = 7. 3Hz), 9. 64 (1H 

, b r. s) , 10. 0 7 (1 H, b r. s) . 
[0 0 8 2] 
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$mw4 2 

-h'vv'p L3_, 4-bl bf'j yy-b-ivvtf^i'V- b 

9 i:TOt:LT«3tL^o 
m& : 2 l l °c. 

Anal. Calcd. F o r : C19H20N4O2 : C, 67. 8 4 ; H, 5. 9 
9 ; N, 16. 6 6. 

FoundlC, 6 7. 4 9 ; H, 6. 1 4 ; N, 16. 23. 
MS (EI) ! 3 3 6 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d 6 ) S (ppm) !0. 89 (3H, 
t, J = 7. 3Hz) , 0. 94 (3H, t, J = 7. 3Hz), 1. 61-1 
. 67 (2 H, m) , 2. 71-2. 73 ( 1 H, m) , 2. 79-2. 82 ( 
1H, m) , 3. 80 (2H, q, J = 7. 3Hz) , 5. 48 (1H, s) , 
7. 21-7. 29 (2H, m) , 7. 28 (1H, dd, J = 7. 3Hz a 
nd 7. 4Hz) , 7. 55 (1H, dd, J=7. 3Hz and 7.4 
Hz), 7. 70 (1H, d, J = 7. 3Hz) , 9. 63 (1H, br. s) 
, 12. 0 7 (1 H, b r. s) . 
[0 0 8 3] 

mmm 4 3 

xfj/ 4- (2. 3-y'7^P7i^) -4. 7 - Rn- 6 -7°P tf 

^-2H-^77'n T3. 4-bl v>- 5 -*Jl/#*y kn b 

2, 3-y7^tn^>X7^ftK, 3 -7 S 7 fcf 7 V-frt 3 h's^-tf- 

'✓ixf^f^J: f)HM^I2 5iPH»i:UftlL^o 

1K£ : 2 0 7*C. 

Anal. Calcd. For: C18H19F2N3O2 1 / 5 H2O ! C, 61. 6 
0 ; H, 5. 57 ;N, 11. 9 7. 

FoundlC, 61. 4 1 ; H, 5. 5 6 ; N, 11. 59. 
MS (EI) : 3 4 7 (M+) . 
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iH-NMR (4 0 0MHz, DMSO~d6) $ (ppm) :0. 90-0. 9 
7 (6H, m) , 1. 6 0 - 1. 6 6 (2H, m) , 2. 68-2. 71 (1H 
, m) , 2. 7 9 - 2. 8 2 ( 1 H, m) , 3. 83 (2H, q, J = 7. 3H 
z) , 5. 45 (1H, s) , 6. 87 (1H, dd, J = 7. 3Hz and 
7. 4Hz), 7. 03-7. 13 (2H, m) , 7. 76 (1H, s) , 9 
. 5 5 (1 H, b r. s) , 12. 0 3 (1 H, b r. s) . 
[0 0 8 4] 

mmm 4 4 

xf-;i/ 4- (2. 3-y»DD7i^) -4. 7 -v?fc Kp- 6 -7°p &k 
-2H-E°7V'n T3. 4-bl 

2, 3-^nn^>Xrm h\ 3-7^;ii7y'-/^3-tfA^t> 
^x^i/x^r^i i5HSfeM2 5 fcRfllfc LtiILf: 0 
: 2 2 0 *C. 

Anal. Calcd. F o r : CigHigC 1 2N3O2 : C, 5 6. 8 5 ; H, 
5. 0 4 ; N, 11. 0 5. 

FoundlC, 5 6. 3 5 ; H, 5. 0 0 ; N, 11. 01. 

MS (EI) : 3 8 0 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) § (ppm) '.0. 88 (3H, 
t, J = 7. 3Hz), 0. 99 (3H, t, J = 7. 3Hz) , 1.66-1. 
69 (2H, m), 2. 74-2. 77 (1 H, m), 2. 82-2. 86 (1 
H, m) , 3. 81 (2H, q, J = 7. 3Hz) , 5. 66 (1H, s) , 7 
. 10 (1H, d, J = 7. 3Hz) , 7. 24 (1H, dd, J = 7. 3Hz 
and 7. 4Hz), 7. 31 (1H, s), 7. 38 (1H, d, J = 7 
. 3Hz), 9. 59 (1H, br. s), 12. 04 (1H, br. s). 
[0 0 8 5] 

mnn 4 5 

x±jl/ 4. 7-v£RP-4- (3-7^n-2-^f^7x-f) -6- 
7°P^-2H-t:v-/P f3. 4-bl H°'Jy^-5-^ jWjjjr y U — h 
3-7;HD-2-^fM>X7^ft K, 3 -7 5 7 ti^V'-^i: 3-^ h 
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St* : 1 5 9 - 1 6 2t. 

Anal. Calcd. For! C19H22FN3O33/ 1 0H 2 O: C, 6 5. 
4 2 ; H, 6. 5 3 ; N, 12. 0 5. 

FoundiC, 65. 5 6; H, 6. 29; N, 12. 40. 
MS (EI) ! 3 4 3 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) S (ppm) :0. 89(3H, 
t, J = 7. 3Hz), 0. 97(3H, t, J = 7. 3Hz), 1. 64 (2H 
, m) , 2. 36 (3H, s) , 2. 6 7 - 2. 8 4 (2 H, m) , 3. 80 ( 
2 H, q, J = 7. 3 H z) , 5. 35 (1H, s) , 6. 86 (2 H, d, J 
= 8. 8Hz) , 7. 07 (1H, dd, J=7. 3Hz and 7. 4Hz 
) , 7. 23 (1 H, s) , 9. 42 (1H, br. s) , 11. 94 (1 H, 
b r . s ) . 

IR(KBr) : 3 2 6 5, 3193, 2966, 2934, 1668, 159 

1, 1520, 1466, 124 0m"l. 
[0 0 8 6] 

mmm 4 6 

xf^ 4. 7-ybKn-4 - (2. 3-y7^y7x-)V) -6-7°ntf 
;v-2H-t?9'/n T3. 4-bl E°'J v>- 5 y b 

2, 3-y> f^y^>X'7;VftK\ 3 -73 J MjV-frt 3 -fr h^^f^ 
>|xf;vx7fJVJ: *}»$I2 5 t Rflfcfc LTMii Lfco 

ftj&: 2 0 5-2 0 6*C. 

Anal. Calcd. F o r : C20H25N3O4 ! C, 6 4. 6 7 ; H, 6. 7 
8 ; N, 1 1. 3 1. 

FoundiC, 6 4. 7 6 ; H, 6. 8 1 ; N, 11. 15. 
MS (EI) ! 3 7 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) : 0. 90 (3H, 
t, J = 7. 4Hz) , 0. 98 (3H, t, J=7. 3Hz), 1. 66-1 
. 68 (2H, m), 2. 68-2. 70 ( 1 H, m) , 2. 80-2. 83 ( 
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i-*J: 56/ 



1H, m) , 3. 77 (3H, s) , 3. 80 (3H, s) , 3. 80-3. 8 
5 (2H, m) , 5. 44 (1H, s) , 6. 58 (1H, d, J =7. 3Hz 
), 6. 76 (1H, d, J=6. 8Hz) , 6. 88 (1H, dd, J = 7. 
3Hz and 7. 4Hz), 7. 11 (1H, s), 9. 32 (1H, br 
. s) , 11. 8 3 (1H, b r. s) . 
[0 0 8 7] 

mmm 4 7 

xf-fr 4- (2-^Dn-3-f 1 J7i^D^f;V7x^^) -4. 
Kn-6-7ne;i/-2H-bf^/P f3. 4-bl fcf'J v>- 5 
krJ: 

2-*nn-3-h'J 7JVtn^f M>X7^ft: h\ 3-757 t°7V'-;v 
K£: 2 3 6-2 3 8*C. 

Anal. Calcd. F o r : C 19H19C 1 F3N3O2 I C , 55. 15 ;H 
, 4. 6 3; N, 10. 15. 

Found! C, 5 5. 0 7 ; H, 4. 5 5 ; N, 10. 13. 
MS (EI) : 4 1 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO~d6) S (ppm) 10. 82 (3H, 
t, J = 7. 3Hz), 0. 97 (3H, t, J = 7. 3Hz), 1. 65 (2 
H, m) , 2. 7 0 - 2. 9 0 (2 H, m) , 3. 6 5 - 3. 8 5 (2 H, m) 
, 5. 72 (1H, s), 7. 29 (1H, s), 7. 41-7. 42 (2H, 
m), 7. 59-7. 61 (1 H, m) , 9. 62 (1 H, br. s), 12. 
0 5 (1 H, b r. s) . 
[0 0 8 8] 

nnm 4 8 

4 - (2-»Pn-4-7^tn7x-jM -4. 7-v*fcKP-6- 
7°P fcf;U- 2 H-fc?7 VP L3_, 4-bl fcf'J v>- 5 -A^yV- b 
2 -7 on - 4 -7;i^n^>X7;i/r*t: h\ 3-757 \£yV-)Vt 3 h 
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MS (EI) : 3 6 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) S (ppm) :0. 88(3H, 
t, J=7. 3Hz), 0. 96 (3H, t, J = 7. 3Hz), 1. 62-1 
. 67 (2H, m) , 2. 6 6 - 2. 8 0 (2 H, m) , 3. 77 (2H, q, 
J =7. 3 Hz) , 5. 54 (1H, s), 7. 08-7. 13 (2H, m), 
7. 25 (1H, s) , 7. 32 (1H, dd, J = 2. 5Hz and 8. 

8 Hz) , 9. 53 (1 H, br. s), 11. 99 (1H, br. s). 
[0 0 8 9] 

mmm 4 9 

xfA- 4- (2. 5-/7J^P7x~^) -4. 7 - v'H Kn- 6 -7°ntf 
jLz 2 H-fcf 2 7n f3. 4 — b 1 gjjJj>ziiL^Ji£±id^jh 
2, 5-^7^tn^>Xr^fHK, 3-7^t°77-;vi 3-^h^*^ 
>g?xf-;l/i^r;wJ: "9HWJ2 5 TOlc LTMit Ltz 0 

: 1 6 8 - 1 6 9°C. 
MS (EI) : 3 4 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) <? (ppm) 10. 92-0. 9 

9 (6H, m), 1. 62-1. 68 (2 H, m), 2. 67-2. 71 (1H 
, m) , 2. 8 5 - 2. 8 8 ( 1 H, m) , 3. 80-3. 91 (2H, m) , 
4. 03 (1H, q, J = 6. 8Hz), 5. 40 (1H, s), 6. 77-6 
.80 (1 H, m) , 6. 98-7. 00 ( 1 H, m) , 7. 12-7. 16 ( 
1 H, m) , 7. 26 (1H, s), 9. 59 (1H, br. s), 12. 06 
(1 H, b r. s) . 

[0 0 9 0] 

nmm 5 0 

xfjV 4- (2. 5-y»n07x-jM -4. 7 - K'P- 6 -7°P h> 

-2H-fcf9VP T3. 4 -hi e'Jy*>-5-ajW-K*ylx-h 

2, 5-y?nn^>X7W h\ 3 -7< J ^? V-frb 3 h^*-^ 

St * : l 6 2 r. 
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Anal. Calcd. For! C18H19C 1 2N3O2 1 / 2 H2O : C, 55. 
5 4 ; H, 5. 18 IN, 10. 7 9. 

FoundiC, 5 5. 5 0 ; H, 5. 5 0 ; N, 11. 17. 
MS (EI) : 3 8 0 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) $ (ppm) :0. 89 (3H, 
t, J = 7. 3Hz) , 0. 98 (3H, t, J = 7. 3Hz), 1. 62-1 
. 66 (2H, m) , 2. 64-2. 67 (1H, m) , 2. 86-2. 90 ( 
1H, m) , 3. 81 (2H, q, J = 7. 3Hz) , 5. 55 (1H, s) , 
7. 04 (1H, s), 7. 18 (1H, d, J = 7. 3 Hz) , 7. 28 (1 
H, s) , 7. 41 (1H, d, J = 7. 3Hz) , 9. 61 ( 1 H, br. s 
) , 12. 0 6 (1 H, b r. s) . 
[0 0 9 1 ] 

mmm 5 1 

xjj/ 4. 7-v£Ru-4- f5-7J^D-2-^f^ry7x-JV) -6 
-7°P£>-2 H-fcf^'/P \3. 4-bl fcf 'J y > — 5 — # )V ^jjPviLr: b 

M£ : 1 6 4 - 1 6 7°C. 

Anal. Calcd. For! C19H22FN3O3: C, 63. 5 0 ; H, 6. 
1 7 ; N, 11. 6 9. 

Found!C, 6 3. 2 4 ; H, 6. 0 9 ; N, 11. 70. 
MS (EI) :3 5 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 10. 87(3H, 
t, J = 7. 3Hz), 0. 98 (3H, t, J=7. 3Hz), 1. 64-1 
. 69 (2H, m) , 2. 62-2. 91 (2H, m) , 3. 79 (2H, q, 
J =7. 3Hz), 3. 85 (3H, s), 5. 44 (1H, s), 6. 33 ( 
1H, dd, J=3. 0Hz and 7. 8Hz), 6. 83-6. 91 (2 
H, m) , 7. 17 (1 H, s) , 9. 4 1 (1 H, b r. s) , 11. 8 9 ( 
1 H, b r. s) . 
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#® 2001-081238 



^-v: 59/ 



IR(KBr) : 3 2 5 2, 2955, 1657, 1510, 1232, 107 
4 c m~l. 
[0 0 9 2] 

%tm 5 2 

x^;v 4 - (2-^nn-5-^^-/7x^Jl/) -4. 7-yHKP-6- 
■/P^-2H-tf7'/n T3. 4 — b 1 b°'J y >- 5 -^>Wyl/- h 
2 5 Y^ : y^yX7)Vr^. K> 3-7^7 \£yV-)Vt3 -*r Y 

it* : l 8 2 °c. 

Anal. Calcd. For: C19H22C 1 N3O3 I C, 6 0. 7 2 ; H, 5 
. 9 0 ; N, 11. 18. 

FoundlC, 6 0. 5 8 ; H, 5. 8 8 ; N, 11. 07. 
MS (E I) : 3 7 5 (M+) . 

iH-NMR (4 0 0MHz, DMS0-d6) 8 (ppm) :0. 88 (3H, 
t, J = 7. 3Hz), 0. 99 (3H, t, J = 7. 3 H z) , 1. 64-1 
. 69 (2H, m), 2. 64-2. 67 (1 H, m), 2. 87-2. 90 ( 
1H, m) , 3. 79 (2H, q, J = 7. 3Hz) , 3. 86 (3H, s) , 
5. 44 (1H, s), 6. 85 (1H, d, J = 7. 3Hz), 6. 94 (1 
H, d, J = 7. 3Hz), 7. 10 (1H, dd, J = 2. 9Hz and 
7. 3Hz), 7. 17 (1H, s), 9. 43 (1H, br. s), 11. 9 
1 ( 1 H, b r . s) . 
[0 0 9 3] 

mrnm 5 3 

x^;l/ 4. 7-yfc KO-4- (2. 5 - V* b * v7 xxj/j - 6 -7°P bf 
;i/-2H-k?77n T3. 4 - bl yy- 5 -^>;i/^yl/- b 
2, 5-y> b+y^yXT/Wfi: h\ 3 -7S / 3 

1K£ : 1 6 9 - 1 7 Or. 
MS (EI) : 3 7 1 (M + ) . 
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iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 88 (3H, 
t, J = 7. 3 Hz) , 0. 98 (3H, t, J = 7. 3 Hz) , 1. 68-1 
. 70 (2H, m) , 2. 4 9 - 2. 5 4 (1 H, m) , 2. 9 4 - 2. 9 7 ( 
1H, m) , 3. 57 (3H, s) , 3. 7 9 - 3. 8 3 (2 H, m) , 3 . 8 
0 (3H, s) , 4. 02 (1H, q, J = 7. 3Hz), 5. 43 (1H, s 
), 6. 49 (1H, d, J=2. 9Hz), 6. 59 (1H, dd, J = 2. 
9Hz and 8. 8Hz), 6. 82 (1H, d, J = 8. 8Hz), 7. 
14 (1H, s) , 9. 32 (1H, br. s) , 11. 83 (1H, b r. s 

) . 
[0 0 9 4] 

mmm 5 4 

xfj, 4- (2. 6-y7^D7x^) -4. 7-vb: Kn-6-7°ne 

^-2H-b°7Va f3. 4-bl fcfU y>- 5 - i) )V # * 1/ U - V 

2, 6-y7Hn^/X7Jl/ftK, 3 -7 5 7 t?5 V-)\<t 3 h^^r^ 

>|xf^x^f^J: 93gjfc0O2 5 tlBj^HLTSiitfCo 

tt£ : 1 8 5°C. 

Anal. Calcd. F o r : C18H19F2N3O2 1/2 H 2 0 : C, 60. 6 
7 ; H, 5. 6 6 ; N, 11. 7 9. 

FoundlC, 6 0. 6 8 ; H, 5. 4 6 ; N, 11. 61. 
MS (EI) : 3 4 7 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 10. 90-0. 9 
7 (6H, m) , 1. 5 4 - 1. 5 8 (2 H, m) , 2. 51-2. 54 (1H 
, m) , 2. 76-2. 81 (1H, m) , 3. 82 (2H, q, J = 7. 3H 
z) , 5. 53 (1H, s) , 6. 90 (2H, d d, J = 7. 3Hz and 
7. 3Hz), 7. 16 (1H, d, J = 7. 3Hz), 7. 20 (1H, s 
) , 9. 5 0 (1 H, b r. s) , 11. 9 6 (1 H, b r. s) . 
[0 0 9 5] 

mmm 5 5 

xjLik 4- (2. 6-y?PP7x~;w) -4. Kn- 6 --fu\Z)\< 
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-2H-fcT?yp f3. 4-bl tf'J v>- 5 h 

Jfe0l3 9 tRt^wLTSatL^o 
«!.£: 2 0 21C. 

Anal. Ca 1 c d. Fo r : CigHigC 1 2 N 3 023/1 0 H 2 0 : C, 5 6 

. 0 6 ; H, 5. 1 2 ; N, 10. 9 0. 

FoundlC, 5 6. 2 8 ; H, 5. 4 6 ; N, 10. 78. 

MS (EI) : 3 8 0 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 10. 83 (3H, 
t, J = 7. 3Hz) , 0. 92 (3H, t, J = 7. 3Hz), 1. 57-1 

. 62 (2H, m), 2. 47-2. 51 (1 H, m) , 2. 77-2. 80 ( 
1H, m) , 3. 74 (2H, q, J = 7. 3Hz) , 6. 03 (1H, s) , 
7. 05 (1H, s) , 7. 13 (1H, dd, J = 7. 3Hz and 7. 
4Hz), 7. 22 (1H, d, J = 7. 3 Hz) , 7. 39 (1H, d, J = 
7. 3Hz) , 9. 53 (1H, br. s), 11. 93 (1H, br. s). 
[0 0 9 6] 

HJtfll 5 6 

xf^/ 4- (2 -?PP-6 -7^tP7x^;V) -4. 7-VHKP-6- 
■7°Pb:;l/- 2 H-H'7V'D f3. 4-bl tf 'J v>- 5 -^Wyl/" h 
2-^no-6-7iVtn^>X7^fli h\ 3 -T 5 / \£yV-)Vt 
^t>»if^iXf;vi 0H»2 5 fclWlcLTSiiLfco 
St*: 1 8 0 - 1 8 3°C. 
MS (EI) : 3 6 3 (M+) . 

iH-NMR (4 0 0MHz, DMSO~d6) S (ppm) :0. 92(3H, 
t, J = 6. 9Hz), 0. 94 (3H, t, J = 7. 3Hz), 1. 56-1 
. 61 (2H, m) , 2. 5 0 - 2. 8 5 (2 H, m) , 3. 80 (2H, q, 
J = 7. 3Hz), 5. 75 (1H, s) , 7. 01-7. 17 (4 H, m) , 
9. 5 2 (1 H, b r. s) , 11. 9 7 (1 H, b r. s) . 
IR(KBr) 13 2 6 5, 1 5 9 1, 1 5 1 8, 1 4 5 6, 1 2 2 8, 1 0 9 
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7 c m- 1 . 
[0 0 9 7] 

H jfe^ 5 7 

xjjk 4. 7-vfc Kp-6-7°p^-4- (t^J v>-3--Ql/) -2H 

-H^'/p f3. 4-bl b:'jy>-5-ftJl/*'*y^- h 2*£l£i& 

tf'J y>-3-7^ft K£ 3 hA^f>||xfraf;l/J: ^9 HJ&^O 3 9 

m& : 2 5 1 °c. 

Anal. Calcd. For: C17H20N4O22 H C 1 : C, 5 2. 9 9 ; H 
, 5. 7 6 ; N, 14. 5 4. 

FoundiC, 5 2. 9 9 ; H, 5. 6 7 ; N, 14. 44. 
MS (EI) : 3 1 2 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) :0. 91 (3H, 
t, J = 7. 3Hz) , 1. 09 (3H, t, J=7. 3Hz), 1. 52-1 
. 61 (2H, m) , 2. 66-2. 71 (2H, m) , 3. 9 3 -4. 0 0 ( 
2 H, m) , 5. 24 (1H, s), 7. 90 (1H, dd, J = 7. 3Hz 
and 7. 4Hz), 8. 31-8. 35 (2 H, m) , 8. 66-8. 69 

(2 H, m) , 10. 3 5 (1 H, b r. s) . 

[0 0 9 8] 

mmm 5 8 

^±ik 4. Kn-6-7°ntf;v-4- {£21 V>-4-4)V) -2H 

-g^/p T3. 4-bl tf')y>-5-^^>l/-h 2iaH*& 

tf'J y>-4-7)VfH KtS-^b^t^iif^f^J: ^IIf!3 9 

Mj£ : 2 6 6 °C. 

Anal. Calcd. For'.C 17H20N4O2 2 H C 1 I C , 52. 9 9 ;H 
, 5. 76; N, 14. 54. 

FoundiC, 5 2. 6 3 ; H, 5. 6 5 ; N, 14. 69. 
MS (EI) ! 3 1 2 (M+) . 
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iH-NMR (4 0 0MHz, DMSO-d 6 ) S (ppm) 10. 91 (3H, 
t, J = 7. 3Hz) , 1. 12 (3H, t, J = 7. 3Hz), 1. 52-1 
. 59 (2H, m) , 2. 6 4 - 2. 7 2 (2 H, m) , 4. 01 (2H, q, 
J = 7. 3Hz) , 5. 30 (1H, s), 7. 76 (2H, d, J=6. 4H 
z) , 8. 66 (1H, s) , 8. 72 (2H, d, J=6. 4Hz), 10. 
3 9 (1 H, b r . s) . 
[0 0 9 9] 

$mm 5 9 

xfjl/ 4. 7-yfcKP-4- (77>-2-^V) — fi — ~fu }£)V— 2 H — 

e^'/p f3. 4 -hi Myyy-s-ijfrXZ-vV-Y ^LkA^MM 

7 7>- 2-7iVft K, 3-75 7 ^7~/-^t 3 h^+t'/ixf/l'i 

ill*: l 0 8-1 l it:. 

MS (EI) ! 3 0 1 (M+) . 

iH-NMR (4 0 0MHz, DMS0-d6) 8 (ppm) :0. 92(3H, 
t, J = 7. 3Hz), 1. 05(3H, t, J=6. 8Hz), 1. 58 (2H 
, q, J = 7. 3Hz) , 2. 6 6 - 2. 7 2 (2 H, m) , 3. 50 (3H, 
br.s), 3. 94 (2H, q, J=6. 8Hz), 5. 21 (1H, s), 
5. 78 (1H, d, J =2. 9Hz), 6. 23 (1H, s), 6. 24 ( 
2H, s) , 7. 7 5 (1H, s) , 7. 3 8 (1H, s) , 9. 4 2 (1H, 
b r . s ) . 

IR(KBr) : 3 2 0 7, 2 9 6 2, 1 7 0 3, 1 4 7 9, 1 3 4 8, 1 2 0 
5, 1 0 7 6, 8 6 6 cm- 1 . 
[0 10 0] 

mmm e o 

xfjV 4. 7-v£RP-4- (7 7>-3-^;V) - 6-7*Pfc>-2 H- 

fc?7'/n T3. 4 -hi tf'J v>-5-77;i/^>yl^- b Z_kdl>^*£ 
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it*: 1 2 1-1 2 3°c. 

Anal. Calcd. F o r : C I6H19N3O3C4H4O4 : C, 5 7. 5 4; 

H, 5. 5 5 ; N, 10. 0 7. 
FoundiC, 57. 1 4 ; H, 5. 5 5 ; N, 10. 37. 
MS (EI) 13 0 1 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) § (ppm) :0. 90(3H, 
t, J = 7. 3Hz), 1. 08(3H, t, J = 7. 4Hz), 1. 55-1. 
57 (2H, m), 2. 62-2. 70 (2 H, m), 3. 36 (1H, br. 
s), 3. 50 (2 H, br.s), 3. 97 (2H, q, J = 7. 3Hz), 
5. 06 (1H, s), 6. 16 (1H, s), 6. 24 (2H, s) , 7. 1 
3 (1H, s) , 7. 35 (1H, s), 7. 40 (1H, s), 9. 31 (1 
H, b r . s ) . 

IR(KBr) 13350, 2972, 1591, 1467, 1361, 120 
3 , 1 0 8 9 c m" 1 . 
[0 10 1] 

mmm 6 1 

^±Jk 4. 7-v£Kn-4- (2-^f;V77>-3-^fiV) -6-7°Pbf 
;l/-2 H-bf^/P IX 4-bl \£Wy- 

2 -^f)V77>-3-7^ft K> 3 -7 3 J \£y*/-)lt 3 f^^> 
1 2 3 - 1 2 5°C. 

Anal. Calcd. F o r : C 17H21N3O3 2 / 5 H 2 0 : C, 63. 30 
; H, 6. 8 1 ; N, 13. 0 3. 

Found: C, 63. 5 1 ; H, 6. 6 4 ; N, 12. 96. 
MS (EI) : 3 1 5 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 93(3H, 
t, J = 7. 3Hz), 1. 08(3H, t, J = 7. 3Hz), 1. 58-1. 
60 (2H, m) , 2. 20 (3H, s) , 2. 5 5 - 2. 7 5 (2 H, m) , 
3. 92 (2H, q, J = 7. 3Hz), 4. 99 (1H, s), 5. 96 (1 



fcBfiE#2 003-3065090 



#M 2001-081238 



^-v: 65/ 



H, s) , 7. 21 (2H, s) , 9. 26 (1H, br. s), 11. 91 ( 
1 H, b r . s) . 

IR(KBr) : 3 2 6 5, 3198, 2964, 1591, 1514, 122 
4, 1 2 0 9, 1 0 9 3 cm-1. 
[0 10 2] 

nmm 6 2 

xf 4. 7 -yfc KP- 6 -7°P 4 - (±£ 7 x >- 2 ->f Jl/j -2 

H-bf^VP f3. 4-bl H°')y'/-5-^J^yl/-F vW^Efeig 
ft7x>-2-7^ft h\ 3-7^7 tf^y-^t 3 hA^vixf 

Hi* : 1 2 9-1 3 11C. 

Anal. Calcd. For: C I6H19N3O2 S C 4 H 4 0 4 1 / 4 H 2 0 : C, 
5 4. 8 5 ; H, 5. 4 1 ; N, 9. 5 9. 
FoundlC, 5 4. 5 9 ; H, 5. 2 2 ; N, 9. 97. 
MS (EI) I 3 1 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO~d6) S (ppm) :0. 92(3H, 
t, J = 7. 4Hz), 1. 06(3H, t, J = 7. 3Hz), 1. 58-1. 

60 (2H, m) , 2. 7 2 - 2. 7 4 (2 H, m), 3. 50 (3H, br.s 

), 3. 94 (2H, q, J = 7. 4Hz), 5. 44 (1H, s), 6. 25 
(2H, s), 6. 69 (1H, s), 6. 81 (1H, s), 7. 15 (1H 

, s) , 7. 3 7 (1 H, s) , 9. 5 0 (1 H, b r. s) . 
[0 10 3] 

nmm 6 3 

x±jk 4. 7-yfcKP-4- ( 3 - 7 f-;!/?-* 7 x > - 2 -4 )V) -6-7° 
Pti;W- 2 H-b'7V'o f3. 4-bl fcf'J v>- 5 -^^yl/- b 
3-^Wt7x>- 2 -T^fc h\ 3 -73 / lf?7-^fc3 

Bk* : i 2 sr. 

Anal. Calcd. For! C17H21N3O2S H2O : C, 5 8. 4 3 ; H 
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, 6. 63; N, 12. 02. 

Found! C, 5 8. 5 9 ; H, 6. 3 3 ; N, 12. 12. 
MS (EI) : 3 3 1 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) (ppm) : 0. 96(3H, 
t, J = 7. 4Hz), 0. 98(3H, t, J = 7. 3Hz), 1. 60-1. 
63 (2H, m) , 2. 22 (3H, s) , 2. 8 3 -2. 9 0 (2 H, m) , 
3. 88 (2H, q, J = 7. 3Hz), 5. 42 (1H, s) , 6. 68 (1 
H, d, J=4. 9Hz) , 7. 02 (1H, d, J = 5. 4Hz), 7. 29 

(1 H, s) , 9. 4 5 (1 H, b r. s) , 11. 9 8 ( 1 H, b r. s) . 
I R (KB r) 13267, 3196, 2968, 1664, 1510, 126 
7, 1 2 0 1, 1 0 9 1 cm" 1 . 

[0 10 4] 

mmm e 4 

xfjl/ 4- (5-^PDft7x>-2-^V) - 4. 7-yHKn-6-7° 
Pbf;i/-2H-fcf j ?Vn T3. 4-bl g 'J v>- 5 zi%JkM£Lk kn b ^ 

m&: 1 2 9-1 3 it:. 

Anal. Calcd. F o r : Ci6Hi 8 N 3 02S C4H4O4 : C, 5 1. 3 3 
; H, 4. 7 4 ; N, 8. 9 8. 

FoundlC, 51. 3 4 ; H, 4. 5 4 ; N, 9. 03. 
MS (EI) ! 3 5 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO~d6) 8 (ppm) 10. 92(3H, 
t, J = 7. 3Hz), 1. 10(3H, t, J=6. 9Hz), 1. 59-1. 
61 (2H, m) , 2. 5 7 - 2. 8 2 (2 H, m) , 3. 50 (2H, br. 
s) , 3. 38 (1H, s) , 3. 98 (2H, q, J=6. 9Hz), 5. 3 
6 (1H, s) , 6. 25 (2H, s) , 6. 53 (1H, d, J = 3. 9Hz 
), 6. 80 (1H, d, J = 3. 4Hz) , 7. 42 (1H, s), 9. 60 
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(1H, b r. s) . 

IR(KBr) : 3 2 0 5, 2 9 6 4, 2 6 2 9, 1 6 1 8, 1 4 7 1, 1 3 6 

3, 1205, 1080, 889, 652 crl 
[0 10 5] 

mmm 6 5 

xfj^ 4. 7-vti KP-6-7°n^>-4- (f-^ 7 x > - 3 - 4 )l) -2 
H-tl7V"P f3. 4 - b 1 tf 'J -Jy — 5—iJ ;l/^'^r v — h 7l/^>ltg 
ft7x>- 3 -TJPfH h\ 3 -7 5 J }£yV"-)Vt 3 -7" hA^t>ixf 
iU^r ^J: ^H»2 5 ^|CLTlIL/:o 
Hftj^C : 1 4 1 - 1 4 3TC. 

Anal. Calcd. For: C16H19N3O2S C4H4O4 : C, 54. 42 
; H, 5. 3 5 ; N, 9. 6 9. 

FoundlC, 54. 1 7 ; H, 5. 2 3 ; N, 9. 66. 
MS (EI) : 3 1 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) S (ppm) !0. 92(3H, 
t, J=7. 3Hz), 1. 03(3H, t, J = 6. 8Hz), 1. 59-1. 
61 (2H, m), 2. 60-2. 78 (2 H, m), 3. 50 (2H, br. 
s), 3. 91 (2H, q, J =6. 8Hz), 5. 22 (2H, s) , 6. 2 
6 (2H, s) , 6. 8 4 - 6. 8 8 (2 H, m) , 7. 29 (1H, d d, J 
= 3. 0Hz and 4. 9Hz), 7. 33 (1H, s), 12. 0 (1H 
, b r . s ) . 

IR(KBr) 13346, 2980, 2611, 1697, 1467, 136 
1, 1205, 1087c m-1. 
[0 10 61 

mmm 6 6 

4. 7-v£Kp-4- (±7_g Wy- 1 ->f fr) -6--fu\£)V-2 
H-e^VD f3. 4-bl ti'Jy>-5-^myl/-h 
^-7^ 1 -7)VTt Y\ 3 -75 7 fcf^V-^i: 3 F^^f>^xf 
^i^r^i 19HJ|^!|2 5 tmm^LXWkikLtZo 
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m& : 1 8 2 V. 

Anal. Calcd. For! C22H23N3O2 : C, 73. 11; H, 6. 4 
1 ; N, 11. 6 3. 

Found:C, 72. 95; H, 6. 47; N, 11. 40. 
MS (EI) : 3 6 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) § (ppm) :0. 62 (3H, 
t, J = 7. 3Hz) , 1. 00 (3H, t, J = 7. 3Hz), 1. 69-1 
. 73 (2 H, m) , 2. 73-2. 76 (1 H, m) , 2. 84-2. 87 ( 
1H, m) , 3. 67 (2H, q, J = 7. 3Hz) , 5. 95 (1H, s) , 
7. 03 (1H, s) , 7. 23 (1H, d, J = 7. 3Hz), 7. 36 (1 
H, dd, J = 7. 3Hz and 7. 4Hz), 7. 49 (1H, dd, J 
= 7. 3 Hz and 7. 4Hz) , 7. 57 (1H, dd, J=7. 3Hz 
and 7. 4Hz), 7. 65 (1H, d, J=7. 3 Hz) , 7. 88 ( 
1H, d, J = 7. 3Hz) , 8. 40 (1H, d, J = 7. 3Hz), 9. 4 
5 (1 H, b r. s) , 11. 8 2 (1 H, b r. s) . 
[0 10 7] 

nmm 6 1 

xfjp 4. 7-vb Kn-4- (^7^1x>-2-^Jl/) -6-7°nh 8 ;l/-2 
H-tf7'/n T3. 4 — b 1 tf 'J v>- 5 h vW^ltta 

;l/i^f ;u«t ^«^IJ2 5 ^«i:Lt«j|Lfco 
fluk : 1 3 6 - 1 3 8*C. 

Anal. Calcd. F o r I C22H23N3O2C4H4O4 1 /4 H 2 0 : C, 6 

4. 79; H, 5. 75; N, 8. 72. 

Found;C, 6 4. 8 6 ; H, 5. 5 7 ; N, 8. 99. 

MS (EI) ! 3 6 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO~d6) 3 (ppm) 10. 92-0. 9 
8(6H, m), 1. 6 4 - 1. 6 8 (2 H, m) , 2. 7 2 - 2. 8 0 (2 H, 
m) , 3. 50 (2H, br. s) , 3. 80(2H, q, J=7. 3Hz), 5 
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. 27 (1H, s) , 6. 25 (2H, s) , 7. 23 (1H, s) , 7. 31 
(1H, d, J = 8. 3Hz), 7. 41-7. 43 (2H, m), 7. 57 ( 

1H, s) , 7. 73-7. 77 (2 H, m) , 9. 47 (1H, br. s) . 

IR(KBr) 13202, 2962, 1701, 1464, 1359, 122 

2 c m _1 . 
10 10 8] 

mmm 6 8 

xf;^ 4. 7-y'HKP-4- il^iAl±±±2J-k>Ll -6-7*nb?ji/- 
2H-ti7V"P r.3. 4-bl fcf'J v>-5-ft;V*>v^- h 

2 b*v^7? i -rw k, 3 -75 y e^y-^h 3 -*T 
lift : 1 8 8-1 9 i°c. 

Anal. Calcd. F o r : C23H25N3O3 2 / 5 H 2 0 ! C, 69. 29 
; H, 6. 5 2 ; N, 10. 5 4. 

FoundlC, 69. 3 5; H, 6. 62; N, 10. 21. 

MS (EI) ! 3 9 1 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) $ (ppm) :0. 7l(3H, 
t, J = 7. 3Hz), 0. 95 (3H, t, J = 7. 3Hz), 1. 62-1 

. 63 (2H, m) , 2. 49-2. 86 (2 H, m), 3. 61 (2H, q, 
J = 7. 3Hz), 3. 97 (3H, s), 6. 27 (1H, s), 6. 89 ( 
1H, s), 7. 16-7. 51 (3 H, m) , 7. 71-7. 77 (2 H, m 

), 7. 98 (1H, s), 9. 43 (1H, br. s), 11. 77 (1H, 
b r . s ) . 

IR(KBr) 13 2 5 8, 1 6 5 5, 1 5 9 3, 1 0 8 2 c m~l. 
[0 10 9] 

mm 6 9 

x±ik 4. 7-vEKP-4- (2. 3 - v £ Kn^> V" f b 1 77>-7- 
dLjk) -6--/Pfcf^-2H-tf9'/P T3. 4-bl H'')v>-5-^m 
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2, 3-vfc Kn^oy [b] 7 7>-7-TWK> 3-7^^57-^ 
fc3-^f^*t>ixf^xxf^J: 9HJfc0!2 5 t»LtlIL/:o 
Kjft I 1 9 4 - 1 9 6°C. 

Anal. Calcd. Fori C20H23N3O3 ! C, 6 7. 9 7 ; H, 6. 5 
6 ; N, 11. 8 9. 

FoundiC, 6 7. 9 7 ; H, 6. 6 8 ; N, 11. 77. 
MS (EI) : 3 5 3 (M+) . 

1H-NMR (4 0 0MHz, DMSO~d6) $ (ppm) !0. 92 (3H, 
t, J = 7. 4Hz) , 0. 97 (3H, t, J=7. 3Hz), 1. 66 (2 
H, m) , 2. 6 7 - 2. 7 0 ( 1 H, m) , 2. 8 2 - 2. 8 4 ( 1 H, m) 
, 3. 15 (2H, t, J =8. 8Hz) , 3. 83-3. 86 (2H, m), 
4. 55-4. 58 (2 H, m), 5. 29 (1H, s) , 6. 64 ( 1 H, d 
d, J = 7. 3Hz and 7. 4Hz), 6. 72 (1H, d, J=6. 9 
Hz), 6. 93 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 
20 (1H, s) , 9. 32 (1H, br. s), 11. 86 (1H, br. s 

) • 
[0 110] 

nnm 7 0 

x±jk 4- (5-7'n^--2. 3 - v£ KP^>'/ LbJ 77>-7-^J^) 
-4. 7-y't: KP-6-7°ntf;i/-2H-tf7V'n f3. 4-bl H°'Jv>- 

5-7*n^e-2, 3-/tKn^>7 [b] 7y >- 7 -7)vrt K\ 3-7< 

gift : 2 o 0-2 1 or. 

Anal. Calcd. For! C20H22B r N3O3: C, 5 5. 5 7 ; H, 5 
. 1 3 ; N, 9. 7 2. 

FoundiC, 5 5. 2 3 ; H, 5. 0 9 I N, 9. 89. 
MS (EI) :4 3 2 (M+) . 
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iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) !0. 93-0. 9 
8(6H, m), 1. 64 (2H, q, J=7. 3Hz) , 2. 63 (1H, m) 
, 2. 88-2. 90 (1H, m) , 3. 16 (2H, t, J=8. 3Hz), 
3. 8 5 -3. 8 7 (2 H, m) , 4. 5 7 - 4. 6 0 (2 H, m) , 5. 23 

(1H, s) , 6. 78 (1H, s) , 7. 11 (1H, s) , 7. 22 (1H 
, s), 9. 44 (1H, br. s) , 11. 94 (1H, br. s). 

[0 111] 

mmm 1 1 

xf^ 4- (5-»pp-2. 3-y'EKn-2-^fi^>7' fbl 7_z> 
-7-J)V) -4. 7-vt: Kn-6-7°P£°;i/-2H-tfv-/P T3. 4-b 

1 tf')y>-5-^^^yl/-f -?W>itifii 

5-?nn-2, 3 - y t Ko - 2 - ^ f > 7*7 7 > - 7 - 7 t f\ 3 
-7<7f7V-^t3-^ KH>|if^f^J:f)IM2 5 tmm 

M£ : 1 5 5 - 1 5 sr. 

Anal. Calcd. For: C21H24N3O3C4H4O4 : C, 5 7. 9 5; 
H, 5. 4 5 ; N, 8. 11. 

Found'.C, 5 7. 5 7 I H, 5. 2 8 ; N, 8. 47. 
MS (EI) : 4 0 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) : 0. 94(6H, 
t, J = 6. 8Hz), 1. 03(3H, d, J = 6. 3Hz), 1. 65 (2H 
, m) , 2. 4 0 - 2. 7 3 (2 H, m) , 2. 87 (1H, m) , 3. 29 ( 
1H, m) , 3. 50 (3H, br. s) , 3. 84 (2H, q, J = 6. 8H 
z) , 5. 05 (1H, m) , 5. 23 (1H, s) , 6. 25 (2H, s) , 
6. 64 (1H, s) , 6. 95 (1H, s), 7. 20 (1H, d, J=4. 
4H z) , 9. 4 3 (1 H, b r. s) . 

IR(KBr) 13 2 0 7, 2976, 1589, 1462, 1201, 108 

2 c m-1. 
10 112] 
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mm 1 2 

xf^k 4- (2H-l-^>'/li7>-8-^^ -4. 7-VHKP-6- 
7°ati;i/- 2 H-b: vv"o T3. 4-bl fcf'J v>- 5 -ftfl^* y k= h 
2 H - 1 -^^Vk?7 >- 8 -T^r't: K<h 3 -v" f^f>^xf ^x^f iV 

i *) mmm 3 9 1 rate L-cMit l£ 0 

Sift: 1 9 4t:. 

Anal. Calcd. For'. C21H23N3O3 ! C, 6 9. 0 2 ;H, 6. 3 
4 ; N, 11. 5 0. 

FoundiC, 6 8. 6 0 ;H, 6. 4 3 ; N, 11. 25. 
MS (EI) : 1 9 4 (M+) . 

iH-NMR (4 0 0MHz, DMSO~d6) 8 (ppm) :0. 90 (3H, 
t, J = 7. 3Hz), 0. 96 (3H, t, J = 7. 3Hz), 1. 64-1 
. 68 (2H, m), 2. 62-2. 66 ( 1 H, m) , 2. 80-2. 84 ( 
1H, m) , 3. 81 (2H, q, J=7. 3Hz) , 4. 85 (2H, dd, 
J=2. 0Hz and 9. 8Hz), 5. 39 ( 1 H, s), 5. 89 (1 
H, d, J=9. 8Hz), 6. 46 (1H, d, J=9. 8Hz), 6. 67 
-6. 80 (3H, m) , 7. 18 (1H, s) , 9. 31 (1H, br. s) 
, 11. 8 6 (1 H, b r. s) . 
10 113] 

mmm 1 3 

x±ik 4. 7-yfcRP-4-(3. 4 - VY. Vu- 2 H-^> ve? >- 8 
-6-7°Pti;l/-2H-lf^y'P T3. 4-bl H°')y>-5-^J^' 

3, 4 -yt Kn- 2 H-^>V*t: 0 7 >- 8 -T)VTK Vt3-tr Y^^yM 

m& : 2 0 8t. 

Anal. Calcd. For! C21H25N3O3 1 /2 H 2 0 ! C, 6 7. 01 ; 
H, 6. 9 6 ; N, 11. 16. 

FoundlC, 67. 4 1 ; H, 6. 8 4 ; N, 10. 93. 
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MS (EI) : 3 6 7 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 89 (3H, 
t, J=7. 3Hz) , 0. 97 (3H, t, J = 7. 3Hz), 1. 63-1 
. 68 (2H, m), 1. 92-1. 96 (2 H, m), 2. 67-2. 82 ( 
4H, m), 3. 80 (2H, q, J = 7. 3 Hz) , 4. 22-4. 26 (2 
H, m), 5. 41 (1H, s), 6. 61 (1H, dd, J = 7. 3Hz a 
nd 7. 4Hz) , 6. 71-6. 75 (2H, m) ,7.17 (1H, s) 
, 9. 2 5 (1 H, b r. s) , 11. 8 0 (1 H, b r. s) . 
[0 114] 

mmm 1 4 

J^jk 4. 7-vfc: KP-4- u^-4->f;w) -6-7°atf;i/-2H 

-H'77'n T3. 4-bl fcf'J y>-5-*;W-K*vl'- b 

^7 'J >-4-7^ft Kfc 3-* h^^t>ixf;vx^f;vJ: 0^*609 3 9 

U& : 1 9 8*C. 

Anal. Calcd. For! C 2 lH 2 2N 4 022/5 H 2 0 : C, 6 8. 2 4; 
H, 6. 2 2 ; N, 15. 16. 

FoundiC, 6 8. 3 9 ; H, 6. 0 4 ; N, 14. 83. 
MS (EI) : 3 6 2 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 0 . 6 1 (3H, 
t, J = 7. 3Hz) , 1. 02 (3H, t, J = 7. 3Hz), 1. 68-1 
. 7 2 (2H, m) , 2. 7 6 - 2. 7 8 ( 1 H, m) , 2. 8 6 - 2. 8 9 ( 
1H, m) , 3. 6 6 -3. 6 8 (2 H, m) , 5. 97 (1H, s) , 7. 0 
7 (1H, s), 7. 17 (1H, d, J=4. 4Hz), 7. 65 (1H, d 
d, J = 7. 3Hz and 7. 4Hz), 7. 74 (1H, dd, J=7. 
3Hz and 7. 4Hz), 7. 99 (1H, d, J = 7. 3Hz), 8. 
48 (1H, d, J=7. 8Hz) , 8. 73 (1H, d, J=4. 4Hz) , 
9. 61 (1H, br. s), 11. 94 (1H, br. s). 
[0 115] 
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|» 7 5 

x^;l/ 4- (^>v* f b 1 )V) -4. 7-yHKn-6- 

-fu\£)l- 2 H-bfv^/P T3. 4-hl tfU v>- 5 =^Jk£jLZJ^i b 
^>V* [b] ft7x>-3-7;VfH Kfc 3 j^^^x^l/x^f-;!/ 

1 d nmm 3 9 1 ^tc ltm t fc 0 

tt&: 2 2 2°c. 

Anal. Calcd. For: C 2 oH2iN 3 0 2 S : C, 6 5. 3 7 ; H, 5. 
7 6 ; N, 11. 4 4. 

FoundlC, 65. 1 1 ; H, 5. 3 1 I N, 11. 83. 

MS (EI) : 2 3 8 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) <5 (ppm) :0. 64 (3H, 
t, J = 7. 3Hz) , 1. 20 (3H, t, J = 7. 3Hz), 1. 56-1 
. 58 (2H, m) , 2. 66-2. 78 (2 H, m), 4. 11 (2H, q, 
J = 7. 3Hz), 4. 89 (1H, s) , 7. 42-7. 50 (2H, m) , 
7. 55 (1 H, s) , 7. 61 (1 H, s) , 7. 96-8. 01 (2 H, m 
) , 1 0. 3 2 (1 H, b r. s) , 1 2. 1 3 (1 H, b r . s) 
[0 116] 

mnm 1 6 

x±± 4- (2. 1. 3-/QXt*W7V-)l<-4-4 )l) -4. 7-v 
E Kn-6-7W;l/-2H-H°7y*P f3. 4-bl tf') B -ftfrft** 
->w- b 

2, 1, 3-^>Xt^ty'7y-^-4-7^ftK 3 -73 y 

t 3 — 5r h^^-t>^xf-;i/x^r^«t I)ggjfl$l3 9 tR|CUIIU;o 

St£: 2 0 7*C. 

Anal. Calcd. For : C18H19N5O3 '. C, 61. 1 8 I H, 5. 4 

2 ; N, 19. 8 2. 

FoundiC, 61. 0 6; H, 5. 50; N, 19. 66. 
MS (EI) ! 3 5 3 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) § (ppm) :0. 77 (3H, 
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t, J = 7. 3Hz), 0. 97 (3H, t, J = 7. 3Hz), 2. 72-2 
. 77 (1H, m) , 2. 8 2 - 2. 8 6 ( 1 H, m) , 3. 79 (2H, q, 
J = 7. 3Hz), 5. 68 (1H, s), 7. 11 (1H, d, J = 7. 3H 
z) , 7. 22 (1H, s) , 7. 51 (1H, dd, J = 7. 3Hz and 
7. 4Hz), 7. 78 (1H, d, J = 7. 3Hz), 9. 66 (1H, b 
r. s) , 12. 0 1 (1 H, b r. s) . 
[0 117] 

mm 7 7 

-6-7 p Ptf;w-2H-tf7V > n T3. 4-bl fcf 'J v > - 5 - ii )VM*t k kn 
1, 3-^>Xyt^ , /-^-4-7m K, 3 -7 5 J \£y V-frt 3 - 
BUS* : 2 0 3 - 2 0 7°C. 

Anal. Calcd. F o r : C 19H21N3O4 1 / 1 0 H 2 0 : C , 63. 8 
9 ; H, 5. 9 8 ; N, 11. 7 6. 

Found:C, 6 3. 7 2 ; H, 5. 8 6 ; N, 12. 01. 
MS (EI) : 3 5 5 (M+) . 

iH-NMR (4 0 0MHz, DMSO-dg) S (ppm) : 0. 94(3H, 
t, J = 7. 3Hz), 0. 96 (3H, t, J = 7. 4Hz), 1. 6 1 — 1 
. 67 (2H, m) , 2. 64-2. 82 (2 H, m) , 3. 80-3. 88 ( 
2H, m) , 5. 28 (1H, s) , 5. 99 (1H, s) , 6. 00 (1H, 
d, J = 9. 7Hz) , 6. 50 (1H, d, J = 5. 9Hz), 6. 65 (1 
H, s) , 6. 6 5 -6. 6 9 ( 1 H, m) , 7. 25 (1H, s) , 9. 40 
(1 H, b r. s) , 11. 9 4 (1 H, b r. s) . 

IR(KBr) !3265, 3188, 2962, 1662, 1587, 151 
4, 1462, 1253, 1215, 1 0 6 6 cm- 1 . 
[0 118] 

mmm 7 s 
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xf;v 4- (6-*PP-3. 4-vHKn-2. 2-y^f^-2H-l. 
4-^>V^^r^-y>-8-^;i/) -4. 7 — v £ Kp — 6 — 7°P tf 2 H — 
bfvV'P r.3. 4 - bl fcf'J v>-5-ft;l/*>vlx- b vW VBjgJS 
6-^pp-3, 4-/tFn-2, ^-2H - 1, 4 * 

■9-v>- 8 -T^ft h\ 3 — 7 5 / fc? 9 V— )Vb3—tr h^^t'/fxfjvx 
*r;vj; *m*fc$)2 5 fcH&KLTKiftLfco 
MS (EI) : 4 3 0 (M+) . 

1H-NMR (4 0 0MHz, DMSO-dg) S (ppm) :0. 92(3H, 
t, J = 7. 4Hz), 0. 96(3H, t, J=7. 3Hz), 1. 18 (3H 
, s), 1. 32 (3H, s), 1. 62-1. 64 (2H, m), 2. 6 6- 
2. 82 (2H, m) , 2. 99 (2H, s) , 3. 80 (2H, t, J = 7. 
3Hz), 5. 32 (1H, s), 6. 01 (2H, s), 6. 14 (1H, s 
) , 6. 3 2 (1 H, s) , 7. 14 (1 H, s) , 9. 3 1 (1 H, b r. s 
), 11. 82 (1H, br. s). 

I R (KB r) 13281, 2974, 1672, 1599, 1520, 120 
7, 1 1 5 5, 1 0 9 1 cm-1. 
[0 119] 

mmm 1 9 

xf^ 4- (6-»nn-3. 4-y'HKn-2. 2. 4-h')^f^-l. 
4 -^>y*^-fry >- 8 fr) -4. 7-y'H KP — 6 — 7°P kfJU— 2 H — 
e^Va f3. 4 - bl h°')y>-5-^;V^yl/-l' gwtJiMla 
6-?pp-3, 4-v^KP-2, 2, 4-MMf-^-l, 4-^>7*** 
*tVy- 8 -7 toft b\ 3-757 e7V'-iVt t-Mt>ixfjVx 
xfiVi ^HJt^!l2 5 t|wi#{:LT«L7to 
MS (EI) : 4 4 4 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) $ (ppm) 10. 91(3H, 
t, J = 7. 3Hz), 0. 96(3H, t, J = 7. 3Hz), 1. 20 (6H 
, s) , 1. 35 (3H, s) , 1. 6 3 - 1. 6 5 (2 H, m) , 2. 83 ( 
2H, s) , 3. 00 (2H, q, J = 7. 3Hz), 5. 34 (1H, s), 
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6. 26 (2H, s) , 6. 43 (1H, d, J=2. 5Hz) , 7. 13 (1 
H, s) , 9. 3 3 (1 H, s) , 11. 8 2 (1 H, b r. s) . 
IR(KBr) :3273, 2974, 1666, 1597, 1518, 145 
8, 1 2 5 9, 1 2 1 1 cm-1. 
[0 12 0] 
IPJ8 0 

x^-jl/ 4. 7-ybKn-4- (2. 3-vbKn-l. 4-^>V'v^-^v 
>-6-^;i/) -6-^n^-2H-e?7n L3_ 4-bl bf'Jv>-5- 

2, 3-vtKn-l, 4 -^>V*vt^r v>- 6 -T^TK h\ 3-T^/tf 
3 -T hA^ft>fxf^xxf;VJ: *)H^!l2 5 tTO^LT^ 

L^o 

it* : 1 4 7 - 1 4 9*C. 

Anal. Calcd. For: C20H23N3O4C4H4O4 : C, 5 9. 3 7; 
H, 5. 6 0 ; N, 8. 6 6. 

FoundlC, 59. 1 2 ; H, 5. 6 3 ; N, 8. 57. 
MS (EI) : 3 6 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) :0. 93(3H, 
t, J = 7. 3Hz), 1. 02(3H, t, J = 6. 8Hz), 1. 60 (2H 
, q, J = 7. 3Hz) , 2. 6 4 - 2. 6 8 (2 H, m) , 3. 50 (2H, 
br. s) , 3. 86 (2H, q, J = 7. 3Hz), 4. 14 (4H, s), 
4. 99 (1H, s) , 6. 26 (2H, s), 6. 54 (1H, s), 6. 5 
7 (1H, d, J = 7. 8Hz) , 6. 65 (1H, d, J = 7. 8Hz), 7 
. 2 1 ( 1 H, s) , 11. 9 7 ( 1 H, b r. s) . 
IR(KBr) : 3 2 1 1, 2694, 2878, 2658, 1697, 150 
6, 1466, 1363, 1302, 1 0 8 2 c m"l. 
[0 12 1] 

mmms 1 

x.-f-iv 4- r b 1 77>-2-^M -4. 7-vfc KQ-6-7°n 
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2 H-K'77n T3. 4-bl ^)y>-5-i;myWF 7W 

75V- 2 -TJVfH K> 3 -75 7 tfyV-^i: 3 
>|xf;kxxfJl/J: 0 11*600 2 5 fcHttfcLTtHtLfco 
K£: 1 2 3 - 1 2 5°C. 

Anal. Calcd. Fori C20H21N3O3C4H4O4 1 / 2 H 2 0 : C, 6 

1. 1 9 ; H, 5. 4 3 ; N, 8. 9 2. 

Found:C, 61. 0 2 ; H, 5. 4 1 ; N, 9. 27. 

MS (EI) ! 3 5 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-dg) d (ppm) :0. 96(3H, 
t, J = 7. 3Hz), 1. 02(3H, t, J=6. 8Hz), 1. 63 (2H 
, q, J = 7. 3Hz) , 2. 7 3 - 2. 7 6 (2 H, m) , 3. 50 (3H, 
br.s), 3. 93 (2H, q, J=7. 3Hz), 5. 36 (1H, s), 
6. 24 (2H, s), 6. 43 (1H, s), 7. 10-7. 21 (2 H, m 
), 7. 41-7. 48 (3H, m), 9. 51 (1H, br. s). 
IR(KBr) : 3 1 9 0, 3080, 2962, 1705, 1581, 145 
4, 1359, 1195, 883c m" 1 . 
[0 12 2] 

mm s 2 

xf-jy 4- (2-^nP7xXji/) -4. 7-/t:Kn-6-xfjV-2H- 
bfvVn T3. 4-bl \£Wy-b-ii)Vtf*i/V-Y 
2-?uw<>X7)Vrt b\ 3 -75 / tf^Z-^i: 3 b^>^>86^ 

K^f^i o^jfe^o i tmm^xmfeLtzo 

m& : 2 1 3°C. 

Anal. Calcd. For! Ci 7 Hi 8 C 1 N3O2 ' C, 6 1. 5 4 ; H, 5 
. 4 7 ; N, 12. 6 6. 

FoundiC, 61. 5 4 ; H, 5. 4 6 ; N, 12. 68. 
MS (EI) ! 3 3 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) d (ppm) :0. 85 (3H, 
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t, J = 7. 3Hz) , 1. 21 (3H, t, J = 7. 3Hz), 2. 78-2 
. 84 (2H, m) , 3. 78 (2H, q, J = 7. 3 Hz) , 5. 58 (1H 
, s) , 7. 07-7. 12 (2H, m) , 7. 18 (1H, dd, J =7. 3 
Hz and 7. 4 H z ) , 7. 25 (1H, s ) , 7. 34 (1H, d, J 
= 7. 3Hz), 9. 52 (1H, br. s), 11. 97 ( 1 H, br. s) 

[0 12 3] 

mrnms 3 

fi-^-4 - (2-»nP7x^) -4. 7-v£KP-2H- 
e^'/P T3. 4 -hi h'')y>-5-^m->l/-f 
2-^nn^>X7^fH K\ 3 -T ^ J ^yV-)Vt 3 Y ^"f 9 

H£ : 2 o 9°C. 

Anal. Calcd. For: C19H22C 1 N 3 0 2 1/5H 2 0 I C, 6 2. 
7 9 ; H, 6. 2 1 ; N, 11. 5 6. 

FoundiC, 62. 78; H, 6. 1 1 ; N, 11. 45. 
MS (EI) : 3 5 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) S (ppm) 10. 85 (3H, 
t, J = 7. 3Hz), 0. 92 (3H, t, J = 7. 3Hz), 1. 36-1 
. 42 (2H, m), 1. 60-1. 64 (2 H, m), 2. 72-2. 76 ( 
1H, m) , 2. 8 3 - 2. 8 6 (1 H, m) , 3. 78 (2H, q, J = 7. 
3Hz), 5. 58 (1H, s) , 7. 07-7. 11 (2 H, m) , 7. 18 

(1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 24 (1H, s) 
, 7. 34 (1H, d, J=7. 3Hz), 9. 49 (1H, br. s), 11 
. 96 (1H, br. s). 

[0 12 4] 

mmm s 4 

2i±jk 4- (2 -?PP7x~;V) -4. 7-vl^ KP-6-^ h^rv^f-^ 
-2H-fcf?yP T3. 4-bl bf'Jy>-5-^^^yl/-h 
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l 6 o°c. 

Anal. Calcd. For! Ci 6 Hi 6 C 1 N3O3 : C, 5 7. 3 3 ; H, 4 
. 8 3 ; N, 12. 5 9. 

FoundlC, 5 7. 5 3 ; H, 4. 8 6 ; N, 12. 58. 
MS (EI) ! 3 3 3 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 6 (ppm) :3. 36 (3H, 
s) , 3. 38 (3H, s) , 4. 67 (2H, s), 5. 58 (1H, s) , 
7. 08-7. 13 (2H, m) , 7. 19 (1H, dd, J = 7. 3Hz a 
nd 7. 4Hz) , 7. 32-7. 36 (2 H, m), 9. 14 (1H, br 
. s) , 12. 0 8 (1 H, b r. s) . 
[0 12 5] 

mm 8 5 

xfj^ 4- (2-^OD7x^) -4. 7 — v £ KP— 6— 7x — 2H 

-tf^yp f3. 4 - bl \Zn yy- 5 -^^^->v- b 

2-^nn^>X7;Vfli K, 3-75 7 if 7 V-^t^>vM ^7-t bftSlx 
1316 :214 °C. 

Anal. Calcd. Fori C 2 iHi 8 C 1 N 3 0 2 3/l 0 H 2 0 : C, 6 5 

. 4 7 ; H, 4. 8 7 ; N, 10. 9 1. 

FoundiC, 6 5. 2 9 ; H, 4. 7 3 ; N, 10. 93. 

MS (EI) : 3 7 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 57 (3H, 
t, J = 7. 3Hz), 3. 52 (2H, q, J = 7. 3Hz), 5. 65 (1 
H, s) , 7. 14 (1H, dd, J = 7. 3Hz and 7. 4Hz) , 7 
. 27 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 37-7. 
40 (8H, m), 9. 53 (1H, br. s), 12. 04 (1H, br. s 
) . 
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[0 12 6] 

mmm 8 6 

4- (2-7PP7x~;i/) -4. 7-v^KP-6- 
7x^jM -2H-H°9V"n r.3. 4-bl fcf'J v>-5-^;i/^>vlx- h 

: 2 l i°c. 

Anal. Calcd. For! C22H20C 1 N3O3 : C, 6 4. 4 7 ; H, 4 
. 9 2 ; N, 10. 2 5. 

FoundlC, 6 4. 3 0 ; H, 5. 00 ;N, 10. 24. 
MS (EI) ! 4 0 9 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) S (ppm) I 0. 64 (3H, 
t, J = 7. 3Hz), 3. 56 (2H, q, J = 7. 3Hz), 3. 79 (3 
H, s) , 5. 63 (1H, s) , 6. 95 (2H, d, J = 7. 3Hz) , 7 
. 13 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 24-7 
. 38 (6 H, m) , 9. 45 (1H, br. s), 12. 03 (1H, br. 
s) . 

[0 12 71 

mmm 8 1 

x^;u 4- (2-?PP7x.=JM -4. 7-v£KP-6- (ft7x>- 
2-4^) -2H-ti7V'n T3. 4-bl E°'J v>-5-fl;i^'*v^- h 

3 — 7 ^ / k? 7 V— £ (f-*7x>-2 

M£ : 2 o or. 

Anal. Calcd. Fori C19H16C 1 N3O2S : C, 59. 1 4 ; H, 
4. 1 8 ; N, 10. 8 9. 

FoundiC, 59. 04; H, 4. 3 1 JN, 11. 14. 

MS (EI) : 3 8 5 (M+) . 

!H-NMR (4 0 0MHz, DMSO-d6) S (ppm) : 1. 02 (3H, 
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t, J = 7. 3Hz) , 4. 04 (2H, q, J = 7. 3Hz) , 5. 16 (1 
H, s) , 6. 58 (1H, d, J=7. 3Hz), 7. 18-7. 70 (7H 
, m), 9. 60 (1H, br. s), 12. 74 (1H, br. s). 
[0 12 8] 

nnms s 

xfljj/ 6-^>v';V-4- (2-^PQ7x^)M -4. 7-y^Kn-2H 
-^vV'n T3. 4-bl v>- 5 -i])VX*"sl<- b 
2-?uus<yX7)Vrt Y\ 3 -75 J \*J*/-frt 4 -7i-^7t W 

flk£ : 2 4 7"C. 

Anal. Calcd. F o r : C22H20C 1 N 3 0 2 0 1 /5 H 2 0 : C, 66. 
4 8 ; H, 5. 1 7 ; N, 10. 5 7. 

Found:C, 6 6. 3 0 ; H, 5. 1 7 ; N, 10. 37. 
MS (EI) : 3 9 3 (M+) . 

iH-NMR (4 0 0MHz, DMS0-d6) 8 (ppm) I 0. 81 (3H, 
t, J = 7. 3Hz) , 3. 76 (2H, q, J = 7. 3Hz), 4. 25 (2 
H, s) , 5. 65 (1H, s) , 7. 06-7. 41 (10H, m) , 9. 6 
8 (1 H, b r. s) , 12. 0 1 (1 H, b r. s) . 
10 12 9] 

mmms 9 

xjjV 4. 7-ynKP-fi-xf^-4- (2-^h^y7x^) -2H 

-bf^Vn L3_, 4-bl E , ')y>-5-^my^-l' 

2-7 Kv^>X7^ft: h\ 3-75 7 \£yV-)Vb 3 h^>? 

tt£ : 16 9V. 

Anal. Calcd. F o r : C18H21N3O33/ 1 0 H 2 0 ! C, 64. 9 
7 ; H, 6. 54; N, 12. 63. 

FoundiC, 6 4. 8 6 ; H, 6. 8 4 ; N, 12. 33. 

MS (EI) 13 2 7 (M+) . 
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iH-NMR (4 0 0MHz, DMSO-d6) d (ppm) :0. 85 (3H, 
t, J = 7. 3Hz) , 1. 18 (3H, t, J=7. 3Hz), 2. 73-2 
. 76 (1H, m) , 2. 81-2. 85 (1H, m) , 3. 74 (2H, q, 
J = 7. 3Hz), 3. 85 (3H, s) , 5. 46 (1H, s) , 6. 76 ( 
1H, dd, J = 7. 3Hz and 7. 4Hz), 6. 8 9 - 6. 9 4 (2 
H, m) , 7. 04 (1H, d d, J = 7. 3Hz and 7. 4 H z) , 7 
. 14 (1H, s), 9. 32 (1H, br. s), 11. 82 (1H, br. 
s) . 

[0 13 0] 

mmm 9 0 

J.-f-;i/ 6-7"iHt/-4. 7-vfc:Kn-4- (2 - * h *Z/7 ^.-fr) -2H 

-bfyy'P T3. 4-bl fcf 'J y b 

2 ^y^>X7iVft K\ 3 -75 / 3 >$jt. 

11* : 1 9 0°C. 

Anal. Calcd. F o r : C20H25N3O3 1 / 2 H 2 0 : C, 65. 91 
; H, 7. 1 9 ; N, 11. 5 3. 

FoundiC, 6 5. 9 2 ; H, 7. 0 7 ; N, 11. 88. 

MS (EI) : 3 5 5 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) S (ppm) 10. 85 (3H, 
t, J = 7. 3Hz), 0. 93 (3H, t, J = 7. 3Hz), 1. 38-1 

. 44 (2H, m), 1. 59-1. 64 (2 H, m), 2. 64-2. 68 ( 
1H, m) , 2. 8 5 - 2. 9 0 ( 1 H, m) , 3. 81 (2H, q, J = 7. 
3Hz) , 3. 85 (3H, s), 5. 47 (1H, s), 6. 76 (1H, d 
d, J = 7. 3 H z and 7. 4Hz),6. 89-6. 94 (2 H, m) 

, 7. 04 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 14 ( 
1H, s) , 9. 29 (1H, br. s) , 11. 82 (1H, br. s). 
[0 13 1] 

31 jfctil 9 1 
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) -2H-t?7'/n T3. 4-bl fcf'J V>- 5 zi£2k£jc Z k= h 
ltt£ : 1 8 6V. 

Anal. Calcd. For! C17H19N3O4 1 / 5 H 2 0 : C, 6 1. 3 2 
; H, 5. 8 7 ; N, 12. 6 2. 

FoundlC, 61. 3 4 ; H, 5. 8 4 ; N, 12. 52. 

MS (EI) : 3 2 9 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) 13. 36 (3H, 
s) , 3. 38 (3 H, s) , 3. 86 (3H, s), 4. 68 (2H, s) , 
5. 46 (1H, s) , 6. 77 (1H, dd, J = 7. 3Hz and 7. 
4Hz) , 6. 90-6. 94 (2 H, m) , 7. 06 (1H, dd, J = 7. 
3Hz and 7. 4Hz), 7. 22 (1H, s), 8. 94 (1H, br 
. s) , 11. 9 4 (1 H, b r. s) . 

[0 13 2] 
HJS09 9 2 

J^jk 4. 7-VEKP-4- (2-^^v7i^) -6-7x~;l/-2 

H-b°7V"a f3. 4-bl tf')yV-5-^n/^yl/"f 

2 h^'^'/XT^ftK, 3 -7 3 }^y^/-)Vt^yy'4)^M^^ 

K£ : 1 9 5"C. 

Anal. Calcd. F 0 r : C 22 H2iN 3 03 : C, 7 0. 3 8 ; H, 5. 6 
4 ; N, 11. 19. 

FoundiC, 70. 4 1 ; H, 5. 7 1 ; N, 11. 27. 
MS (EI) !3 7 5 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) S (ppm) :0. 55 (3H, 
t, J = 7. 3Hz) , 3. 53 (2H, q, J = 7. 3Hz) , 3. 88 (3 
H, s) , 5. 52 (1H, s) , 6. 84 (1H, dd, J = 7. 3Hz a 



tUSEJlf 2 003-3065090 



#K2 001-081238 



85/ 



nd 7. 4Hz), 6. 94 (1H, d, J = 7. 3Hz), 7. 09 (1H 
, dd, J = 7. 3Hz and 7. 4Hz), 7. 18 (1H, d, J = 7 
. 3 Hz) , 7. 23 (1H, s), 7. 37-7. 40 (5 H, m) , 9. 3 

3 (1 H, b r. s) , 11. 9 0 (1 H, b r. s) . 
[0 13 3] 

mm 9 3 

4- (2-?nP7x^;U) -4. 7-v ? EKP-5-.=-hP-6-7 >> Ptf;l/- 
2H-fcf9'/P r.3. 4-bl tf'Jv> 

2-^nn^>X7JVft K\ 3 -7 $ y t: y V-frh l--hn^>^>-2 
it* : 2 2 8*C. 

Anal. Calcd. For! C15H15C 1 N4O2 : C, 5 6. 5 2 ; H, 4 
. 7 4 ; N, 17. 5 8. 

FoundlC, 5 6. 2 6 ; H, 4. 9 1 ; N, 17. 64. 
MS (EI) : 3 1 8 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) : 1. 02 (3H, 
t, J = 7. 3Hz), 1. 70-1. 73 (2 H, m), 2. 89-2. 91 
(1H, m) , 2. 9 9 -3. 0 2 ( 1 H, m) , 5. 90 (1H, s) , 7. 
09-7. 21 (3H, m), 7. 39 (1H, d, J = 7. 3Hz), 7. 4 

4 (1 H, s) , 10. 8 4 (1 H, b r. s) , 12. 4 3 (1 H, b r. s 

) . 
[0 13 4] 

nnm 9 4 

4- (2-^PP7x-)V) -5-V77-4. 7-^bKn-6-^n^- 
2H-t:7 V /P F3. 4-bl fcf'Jy^ 

2-^nn^>X7iVfli K> 3 -7 5 7 1 - v7 J 2 

M£ : 2 4 sr. 

Anal. Calcd. For : C16H15C 1 N4 ! C, 6 4. 3 2 ; H, 5. 
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0 6 ; N, 18. 7 5. 

FoundlC, 6 4. 4 9 ; H, 5. 1 8 ; N, 18. 81. 
MS (EI) : 2 9 8 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) : 0. 95 (3H, 
t, J = 7. 3 H z) , 1. 64-1. 70 (2H, m) , 2. 38-2. 42 

(2H, m) , 5. 36 (1H, s) , 7. 2 3 - 7. 2 6 (3 H, m) , 7. 
32 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 42 (1H, 
d, J = 7. 3Hz), 9. 83 (1H, br. s) , 12. 15 ( 1 H, br 
. s) . 

[0 13 5] 

mum 9 5 

4- (2-?na7x-;V) -5-v7/-4. 7-VKKD-6- (4-^h 

izlx^jk) -2H-tf^v , n Ll 4-bi 

it* : 1 2 4°C. 

Anal. Calcd. For! C20H15C 1 N 4 0 8/5H 2 0 ! C, 6 1. 3 
4 ; H, 4. 6 8 ; N, 14. 3 1. 

FoundlC, 61. 3 2 ; H, 4. 8 8 ; N, 14. 31. 

MS (EI) : 3 6 2 (M+) . 

1H-NMR (4 0 0MHz, DMSO~d6) 8 (ppm) :3. 81 (3H, 
s) , 5. 48 (1H, s), 7. 04 (2H, d, J = 7. 3Hz), 7. 2 
6 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 32 (1H, s 
), 7. 35-7. 39 (4 H, m), 7. 45 (1H, d, J = 7. 3Hz) 
, 9. 9 9 (1 H, b r. s) , 12. 2 2 ( 1 H, b r. s) . 
[0 13 6] 

mm 9 6 

4- (2-»nn7x>JH -2. 4. 7. 8 --r b 9 Kp 7 ? y T3. 4- 
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US : >2 7 or. 

Anal. Calcd. F o r : Ci 4 Hi 0 C 1 N 3 0 2 2 / 5 H 2 0 : C, 57. 

0 2 ; H, 3. 6 9 ; N, 14. 2 5. 

FoundtC, 57. 1 3 ; H, 3. 3 9 N, 14. 38. 

MS (FAB) ! 2 8 8 (M++ 1 ) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) 8 (ppm) 14. 91(2H, 
dd, J = 5. 6Hz and 26. 6Hz), 5. 34 (1H, s), 7. 
15-7. 24 (3 H, m) , 7. 34 (1 H, s) , 7. 41 ( 1 H, d, J 

= 6. 8Hz) , 10. 31 (1H, br. s), 12. 20 (1H, br. s 

) • 

IR(KBr) : 3 1 6 7, 2 9 6 6, 1 7 2 2, 1 6 3 7, 1 6 0 8, 1 5 1 
0, 1 0 2 6 c m" 1 . 
[0 13 7] 

mmm9 1 

5J -x.Y*i/1i)Vtf-)V- A' . 7' -v£KP-6' --/ne^-XhfP [ 
«yy LbJ ft7x>-3 (2H) . 4' -2' H-^y'n T3. 4-bl 

2 - ^f;Vft^>X7^fli K (6 2 g) , tfrYy&W. (5 8. 7 g) . 3 
-t^^t>iif^t;V (6 4. 4 g) fcftB&T^-^A (4 0g) 

u o omD mmmmttzo m^tx^mttz^ mmi 

m±^thc\t\zl^m^m^ (4 0. 2g) Zfttzo y7fHW7U' 
(2 6. 3 g) ©?on*W (lOOmL) »«tC**T* + > (3 

3. 6mL) > ^ti/dfefeBS (3 0 g) O^n^A (2 0 OmL) « 

^DDi^wL^c »t> mmt h; *a (3 7 0 g ) ^mmm*. 1 w 

i^7A^D7f/77^- ^*-9->-»R^A' (8:2)) -e 
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L) WlrTH-^-t'j^ (4 2g) £J0;L3 0 5^ffi$L£ o }# 

Wzo nhfitzm^^T hyt Ko77> (5 0 0mL) «t:-7 8°C-e 
**?nni§£&#$ (1 2 g) £Jnx.3 O^WUffLfco fMtMJ^A 

Sfcflfco ftfl|x?-/H •mttfi'f*£fc£J: 0*fe& B B B (1 5 g) £#£ 0 ft 
^ft£*feig B H B ?)T h5t K0 77> (lOOmL) Mi:- 7 8 ICC'; ^-7 A 
v 7"n tf;i/7 ^ K (2. 5 Si) £Dllx.fc£&, *frft7>*x 
-)A«^iD^> ^ n Ji/A tltb LS««B"*t4 : i: i: J: DfflflHfc 
£f§£ 0 fo&tLfcttflfcfc^tfV v> (50mL) »t:K7V> (4. 2 g) 

(i : i) ) T^t^-tm:^ mmt&m (o. 8 g ) lt 

ft*o 

M& : 2 4 6r. 

Anal. Calcd. For: C19H21N3O3S : C, 61. 44 ;H, 5. 
7 0 ; N, 11. 3 1. 

Found:C, 61. 5 8 ; H, 5. 8 1 ; N, 11. 16. 
MS (EI) : 3 7 1 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d 6 ) $ (ppm) :0. 70 (3H, 
t, J = 7. 3Hz) , 0. 96 (3H, t, J=7. 3Hz), 1. 63-1 
. 68 (2H, m) , 2. 6 7 - 2. 7 6 (2 H, m) , 3. 07 (1H, d, 
J = 1 4 . 9Hz), 3. 64 (2H, q, J = 7. 3Hz), 4. 00 (1H 
, d, J = 1 4 . 9Hz), 7. 05-7. 09 (2H, m), 7. 40 (1H 
, dd, J = 7. 3Hz and 7. 4Hz), 7. 50 (1H, dd, J = 
7. 3Hz and 7. 4Hz), 7. 81 (1H, d, J = 7. 3Hz), 
9. 8 3 (1 H, b r. s) , 12. 11 (1H, b r. s) . 
[0 13 8] 

mmm 9 8 

tHfE# 2003-3065090 



#11 2 0 0 1 - 0 8 1 2 3 8 ^- v : 89/ 

xjjk 4. 7-VHKP-4- (2-HKP^ry7x-JV) -6-7°nt:^- 

2-^ h*v^>X7^xt: K (1 5 g) , t^Vy^Wl (1 6 g) , h 
AH>|ifi^^f^ (17. 4g) i:S^7>^-^A (9. 4g) ^ 
i(ll OmL) Mitif L£ 0 ^Si-C^L^ M£«E 

S£t*£fcKJ: OiSfe^H (8. Og) ^l#7to #^>ti^4ffife|S H H H (5. 2g 
) ©y^nn^n (15 OmL) M^x? > (2 OmL) , i*ft; 

7,1^-7^ (3 2g) ^jjp£2B#TO#L7t 0 1 S£7E7)c$Ht^ h V 7 AtK« 

>J*^*7A^nvF^77^ - (?#M** : A^t>-^ixf;v (8 : 2 
) j -cffl«-t4-tlcJ:i), (2. Og) £t#£ 0 yVf;^;VAT^ 

K (1. 9g) <D?uu*)lA (lOmL) }#»«T** vitfl: 1 ; > (2. 
5mL) > #^£tefe|£ H B H <7)?nn*;l/A (2 OmL) Jni-M»L 
fc„ «T\ tttMJvA (2 7g) TfcMSriUx. lBIWl^i 
* A -catB LM^ES* Lt# <b tL7t:«^ £ V * * 9 A ? n •? V ? 
77 1- (®mm: A^t/-^xf^ (8:2)) 0 
, (1. 4 g) £t#7c 0 ftfcft/dfcfettlfc&Otf'; v> (1 OmL) 

ili:tKyy> (0. 7g) ^Dnx.2B#P^JnM#L^o mzS;£T^£PL£f£ 

MIR: ^**)ry-&m^)\< (i : i) ) ?ffimtz>ztK£ 19, f*«ft#» 

(0. 2g) £itfe|£ B B B h LT#£ 0 

tt£ : 1 7 7 1: 

Anal. Calcd. For! C18H21N3O3 : C, 6 6. 0 4 ; H, 6. 4 
7 ; N, 1 2. 8 4. 

FoundlC, 65. 9 6; H, 6. 21; N, 12. 66. 
MS (EI) ! 3 2 7 (M+) . 

iH-NMR (4 0 0MHz, DMSO-dg) d (ppm) :0. 80 (3H, 
t, J = 7. 3Hz) , 0. 96 (3H, t, J=7. 3Hz), 1. 56-1 
. 59 (2H, m) , 2. 7 0 - 2. 8 0 (2 H, m) , 3. 76 (2H, q, 
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J = 7. 3Hz), 5. 50 (1 H, s) , 7. 28-7. 33 (3 H, m) , 
7. 63 (1H, dd, J = 7. 3Hz and 7. 4Hz), 7. 76 (1 
H, d, J = 7. 3Hz), 9. 64 (1H, br. s), 9. 68 (1H, b 
r. s) , 10. 12 (1 H, b r. s) . 
[0 13 9] 
I« 9 9 

xf)l/ 4- (2-7U7x-Jk) -4. 7-vb: KD-6--/ObfJW-2 H 
-bT^/n T3. 4-bl fcf'J v>- 5 -ft;WK*vlx- fc 
xf;v 4, 7-ytKn-4- (2 h D7i-^) - 6 - 7°n tf;w- 2 H 
-t!5 7n [3, 4-b] tfU v>- 5 -rfr/Utf+v' V- h (1. 8 6 g) 

(3 OmL) »5%^7y-)A^I (5 0 Omg) £flD;i 1 OfUE 

t>-ftjiffl/ (i : i) ) -efflMI-^-t^i *k awHtefc (12 Omg 

) zi&m&tixntzo 

: i 7 9r. 

Anal. Calcd. F o r : C 18H22N4O2 : C, 6 6. 2 4 ; H, 6. 7 
9 ; N, 17. 17. 

FoundlC, 6 5. 9 6 ; H, 6. 6 2 ; N, 17. 16. 
MS (EI) ! 3 2 6 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d 6 ) S (ppm) 10. 82 (3H, 

t, J = 7. 3Hz) , 0. 98 (3H, t, J = 7. 3Hz), 1. 58-1 
. 64 (2H, m) , 2. 7 2 - 2. 7 8 (2 H, m) , 3. 78 (2H, q, 

J = 7. 3Hz), 5. 52 (1H, s) , 6.3 5- 6. 38 (2 H, br) 
, 7. 28-7. 36 (3 H, m) , 7. 58 (1H, dd, J = 7. 3Hz 

and 7. 4Hz), 7. 78 (1H, d, J = 7. 3Hz), 9. 58 (1 
H, b r. s) , 11. 4 8 (1 H, b r. s) . 

[0 14 0] 

tliSE#2 003-3065090 
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mmm i o o 

x^jl/ 4, 7-vtKn-4 - (2-xf^7x;jk) — 6 — 7°o — 2 H 
-b'7 7'n [3, 4-b] t:'Jy>-5-*mvWf 

Hii^i i o i 

xf;v 4, 7 -yt Kn- 6 -7"nfcf;i/- 4 - (2-7 1 n^l/7x-jl/) -2 
H-tf^V'n [3, 4-b] if'J v>- 5-*^yV- h 
Hifef !l 1 0 2 

xf;i/ 4- (2-7'f;V7xxiv) -4, 7 - v Kn- 6 -7°n k>- 2 H 
-lf7'/n [3, 4-b] fcf'J v>- 5-*myl/- h 
[0 14 1] 

nam 1 0 3 

xf-;i/ 4. 7-yfcKP-4- U>^>-4-^) -6-7 , n^-2H 

-b°7 7'D IX 4-bl bf'Jy>-5-^;U^y h 

>f >^>-4 -TfrTK K\ 3 -75 7 t^y-^M h^^r+)->^x^;V 

Kj£ : l 8 l - l 8 3°C. 

Anal. Calcd. Fori C21H25N3O2 ! C, 71.77 ;H, 7. 1 
7 ; N, 11.9 6. 

FoundiC, 71.66 ; H, 7. 1 4 I N, 11.88. 
MS (E I) : 3 5 1 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) <5 (ppm) 10. 90 (3H, 
t, J = 7. 3Hz), 0. 90 (3H, t, J = 7. 3Hz), 1. 62 (2 
H, m) , 1.80-2.10 (2H, m) , 2.52-3.10 (6H, m) , 3 
.77 (2H, q, 1 = 7. 3Hz), 5.17 (1H, s), 6.81 (1H, 
d, J =6. 8 H z) , 6.91-6.96 (2 H, m) , 7.14 (1H, s), 
9.3 3 (1H, b r. s) , 11.87 (1H, b r. s) . 
[0 14 21 

mmm 1 o 4 

xf;p 4, 7-yt Kn - 6 - 7°n 4 - (1, 2, 3, 4-rh9fcK 
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vy- 5 -4)1) -2H-H , 7V'd [3, 4-b] fcf 'J v>- 5 
h 

IPJ 1 0 5 

4- (^>7* [b] 77>-7-^V) -4, 7 - v k. Kn - 6 - 7°n 
k:;i/-2 H-tf^yn [3, 4-b] k?'; v>- 5 -liPX* */l>- Y 

%mm 1 0 6 

xf;v 4 - (^>V* [b] ft7x>-7-^^) -4, 7-ykFo-6- 
H-fcf7'/n [3, 4-b] k? U v>- 5 -*myU- h 

[0 14 3] 

Hffifll 1 0 7 

5'--xh^v7j;i/^-;i/-4'. 7'-vk. Kn-6 , -7°ntf;i/-7m°n 

V- LbJ ft7x>-3 (2H) . 4'- 2' H-k°7V'n T3. 4-bl kf'j 

5'-x h^rv7j;i/^-;v-4', 7*-vk: Kn-6'-7°nt:;v-y;n 0 n 
*/ [b] ft7x>-3 (2H) , 4'- 2' H-k?97*n [3, 4-b] k: U 
v>] - 1 -t^rv K (1 0 Omg) <7)M«f? (2 OmL) i^CS-MLb 
^W7> (0. 1 g) fcillx.3 O^MDWLfco 7nn*)V 

(Ml:^t>-iHif^ (8:2)) -effiiH-*- fcfcj: *k 

Sft^tf (2 Omg) UH/; 0 
II* : 1 4 7*0. 

Anal. Calcd. For : C19H21N3O2S :C, 64. 2 0 ; H, 5. 
9 5 ; N, 11. 8 2. 

FoundlC, 64. 1 8 ; H, 6. 1 4 ; N, 11. 56. 

MS (EI) : 3 5 5 (M+) . 

!H-NMR (4 0 0MHz, DMS0-d6) 8 (ppm) :0. 73 (3H, 
t, J=7. 3Hz) , 0. 95 (3H, t, J = 7. 3Hz), 1. 64-1 
. 67 (2H, m) , 2. 5 6 - 2. 6 4 (2 H, m) , 3. 03 (1H, d, 
J = 1 0 . 2Hz) , 3. 72 (2H, q, J = 7. 3Hz), 4. 03 (1H 
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, d, J = 1 0. 2Hz) , 6. 69 (1H, d, J =7. 3Hz), 6. 91 
(1H, dd, J=7. 3Hz and 7. 4Hz), 7. 03 (1H, dd 

, J = 7. 3Hz and 7. 4Hz), 7. 08(1 H, s) , 7. 15 ( 

1H, d, J = 7. 3Hz) , 9. 65 (1H, br. s), 11. 96 (1H 

, b r . s ) . 
[0 14 4] 

ggjfctil 1 0 8 

xf-;i/ 4. 7 - v£ Kp- 4 -^f;v- 4 -7x~;u- 6 -7°p 2 H- 

bf^VP T3. 4 - bl fcf'J y>-5-*M»yl/- b 

5'-xf^y*W-^-4', 7'-yHKn-6'-7'nt'^-^ifD [/<> 

V [b] tt7x>-3 (2H) , 4'- 2' H-fcf?Vn [3, 4-b] If'; 

v>] - 1 -t^rv K (lOOrag) Of F7tFn77> (1 OmL) 

U h 'J7A (1. 2 g) , *9J-P (5mL) £JPx., 

0%tb'J7A77MA (3. 0 g) &iHlx.fco 5WIU:f-b 

'j*W5A^n7F^77-f- : ^^tv-ftlif/i' (8:2 

) ) fffimaci 1 ), SMMt^lfc (80mg) fcfcfeiMfc LX%tz 0 
Hj^ : 2 0 7°C. 

Anal. Calcd. Fori C19H23N3O2 I C, 7 0. 1 3 ; H, 7. 1 
2 ; N, 12. 9 1. 

FoundiC, 6 9. 8 9 ; H, 7. 1 8 ; N, 12. 99. 

MS (EI) : 3 2 5 (M+) . 

1H-NMR (4 0 0MHz, DMSO-d6) 8 (ppm) :0. 71 (3H, 
t, J = 7. 3Hz) , 0. 96 (3H, t, J = 7. 3Hz), 1. 64-1 

. 68 (2H, m) , 2. 28 (3H, s) , 2. 4 8 - 2. 5 6 (2 H, m) 

, 3. 71 (2H, q, J =7. 3Hz) , 6. 73-7. 01 (5H, m) , 
7. 10 (1 H, s) , 9. 7 1 (1 H, b r. s) , 11. 8 7 (1 H, b r 

. s ) . 
[0 14 5] 
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mmm 1 o 9 

4, 7-ykKn-6-^nt:>-4- (2, 3, 5-f^DD7x 
-2H-kf^y'n [3, 4-b] IfU v>- 5 V- \ 

%vm 1 1 0 

xf/i/ 4, Kn-6-7 p atf;w-4- (2, 3, 4, 

o^>V [b] ***\£>-9-4 fr) -2H-t°7 , /n [3, 4-b] t 0, Jv 

[0 14 6] 

Mi?lJ 1 1 1 

xf-;l/ 4- (3-»Pn-2-^Wx^) -4. 7-v£Kp-6-7° 
P^iLz 2 H-H'7 7'O T3. 4-bl V>- 5 -»myl/" b 
3-^nn-2->f^yXTW K\ t?9"/->i'i 3 

l 8 5*C. 

Anal. Calcd. For: C19H22C 1 N3O2 ' C, 6 3. 4 2 ; H, 6 
. 16 IN, 11. 6 8. 

FoundlC, 6 3. 3 7 ; H, 6. 1 2 ; N, 11. 65. 

MS (EI) : 3 5 9 (M+) . 

iH-NMR (4 0 0MHz, DMSO-d6) S (ppm) 10. 87 (3H, 
t, J = 7. 3Hz) , 0. 95 (3H, t, J=7. 3Hz), 1. 60-1 
. 66 (2H, m) , 2. 6 7 - 2. 6 9 ( 1 H, m) , 2. 7 4 - 2. 7 8 ( 
1H, m) , 3. 78 (2H, q, J = 7. 3Hz) , 5. 39 (1H, s) , 
6. 95 (1H, d, J = 7. 3Hz), 7. 04 (1H, dd, J = 7. 3H 
z and 7. 4Hz), 7. 12 (1H, d, J = 7. 3Hz), 7. 24 

(1 H, s) , 9. 4 4 (1 H, b r. s) , 11. 9 4 (1 H, b r. s) . 

[0 14 7] 

±&mmmfc&®e>m&&&<k<oit 1 3 1 7 n^ta 0 1?** 0 

[0 14 8] 
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litl 3] 




immm i e ] 



rsuficj i s i 



[HJfiW 1 9 i 



HSJS0U2O] 





[Hifl2 6] 

[0 14 9] 



Ii l;nh 
H 

[3SMHW2 7] [H2««)J2 8 3 



[jStfiflJ 2 9 ] 
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lit I 4] 




immms e] 



[3S»W5 7] 



[JUfi«l5 9] 



t^JgfiiJe o] 



[0 15 0] 
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*-*J: 97/ 



[ill 5] 




[HJI«6 2J [H&0J6 33 





-S 



NH 




B N 

[HJgfllJ 7 6 ] 



^B N 

[HfiKM 7 8 3 



H 

mmm 1 9 3 



H 

[H2ifj8 03 




9 3 



IH*«9 0 3 



mmms 8 3 
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[it I 6} 




immms 23 




O |] I ,NH 1 L . NH 

H 

i&mmsei [3ii5fieij9 7] 

[0 15 2] 
[itl 7] 




Ciiig#j9 9] mmm iooi 




[H*«9ioi] [HJfifSJi o 2] 



mnoi 103] mmm 104] 





[H$g0Ji 0 53 
Cly^CI 

[MMJi 0 9 3 [Mt«i 1 03 




1 0 6 3 «it« 1073 




[UMlWi o 8 3 




H 

mmm 1 1 1 1 



[0 15 3] 

1 



tUiEW 2 003-3065090 



#H 2001-081238 



^-v: 99/ 



%}J&fr 0 . 5 m g £#<&ttaj Z'&tzo 

mm^m 2 

*i*t a - 1 ic j: n mm®- 1. 0 m g ^mnvmzo 

[0 15 4] 

*f§BJHfc£-^?>^V n-y>v>^--b' d r-f--tf-3^-^ (GSK-3 /3 

f*i&«i : GSK-3 /mWfpffl 

l%y^fi^iV^^-> K£"£tr GSK-3 pMWMW. (20ramol/L - h 
'JXSf (pH7. 5), 1 Ommo 1/L -Ifkv^^y^A, 5mmol/ 
L • v^tXW 2 5//L4 J Ct4. 6nmo 1 - CREB*X^ 

f-K, 0. 5.3--? h • •/-t ; FGSK-3 /?, 5nmol -ATP> 12. 3k 
Bq- [ y -32p] ATP£fctn;&&fl:£&** 3 0t(:-C2 0«£^ 
tZo BBWtiOl 0 L£-f*>£«P 8 1 \Z.W£ lOOmmol/L'J 
>iCt» y>fl/-ys>*')>^-(:tc pm£$lj7EL£ 0 
^<£>IS*> ^f&IK'ffc'&TO 1-lOOOnmol /L<D I C 5 oflt^^L, fctx. 

(s\ mm i > 1 4 , niiw 2 7 , mmm 6 6 ^^^^ i c 50 ^t±. * 

ti-fti2 10, 1 7 0, 2 5, 5 1 nmo 1/Lf*o/; 0 
CREB Phosphopeptide 

Lys-Arg-Arg-Gl u - I 1 e-Leu-Ser-Arg-Arg- 
P r o - S e r (P) -T y r -A r g 
[0 15 5] 

mm 2 : 9 7 h mmmmwmmm ^£it&GSK-3/? mmim 

l&KA/? (2 5 - 3 5) 2 0 fimo \ /L&X17GSK-3 pmmmZBML 
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E I Aft^io-C^^^egO'J V^bl^^KU GSK-3/?IflO 
»g«fl GSK-3 /? Ilftffl SriHffi t?to 
[0 15 6] 

(2 5 - 3 5) 2 0//mo l/L£J:<7GSK-3 /Sll^SrML 

jtm%%&zm%.u gsk-3 p®.mmv>A/3m%w&mmfctttz>ftmm 

[0 15 7] 

ffl&flU : ^-j-^x = ii^jfii^x;n;j3it^ gsk-3 

*^*x^gsk-3 pm&mzjs&ftft^L, z<nz oftmz®Mmm*4 

Ml. V>8tffc**gfi«Og»i>L# (GSK-3/?K£*';>||tffcgME) 

K-3 ^la^cOX^^X^flEJl^GSK-S |3aiftffl^ML/:o 
[0 15 8] 

m^o^m] 

*§kWit&mt. ^'j3-^y>^-W-^*-3^-^ (GSK-3/? 

& & o 



£±iIiEff# 2 003-3065090 



mm 2 0 0 1 - 0 8 1 2 3 8 



^-v: 1/E 



mm 

imm] *%Wl*, ^'Jn-y>y>^-W-t*-3^-? (GSK-3/? 
) H#i£tt £ * t £ JB*r»ffc#» -HIGH- * - £ i W £ t * o 

-ft* (i) 
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^ftf^ 50100401953 



mMt %z.mM±.f% 0094 

{t&U «13^ 3B2 6H 

[JttBB] «;13^ 3^210 
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